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(57) Abstract: External preparations for dermatosis containing nitroimidazole 
derivatives of general formula (I): wherein R 1 , R 3 and R 4 are each independently 
hydrogen, nitro, lower alkyl, substituted lower alkyl, lower alkenyl, or substi- 
tuted lower alkenyl; and R 2 is hydrogen, lower alkyl, substituted lower alkyl, 
lower alkenyl, or substituted lower alkenyl, with the proviso that one or more of 
R 1 , R 3 and R 4 are nitro. 
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(mm) 

< x ^bxC K^WBj&Jd^nbJ; 0Jt«ttS***«*>5fc«>±{wttffl*ix-CV^5. 4~B, tiff 
OKU, te&RXfWffm 
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ssxtiW, aatwf&RxnTW, agi^ffe^xjiw, 
20 & ^nmzmmm, is^v^^mm. mm. (.ZMBtumm. ^mh* 

) , flt2H4^js^. &jtnrtifc, xisvinsL umxfhAM* mm • ?i 

it-&%0* hD-^ , /-/K2-(2-^f/l'-5-^hD'f5: tf*S—A — 1 — 
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—AO 14, 1957^ d-* .y-7y. D -7-tt (77^). Jacobin J; o-C£-fifc£iT,*:= h 
CosarS^Julouir^oT^^^tLfco 1959^{CDurel^#)£>T t h K ]) xmiZ^filfe 

ft&$-^MLxt>®wvEm$:ftLxi,^zttim&£tv, ^<n\mmm*. hn^y 

TV^Trichomonas vaginalis(C*f 'LTffn^Sb*Sr^5«*»9 T*# < , ^ttBKc^L 

XhttMt>ttirz>ik-&®>b Lx % f&m&jlc&im£tixZttb<DXjbZ> B fro^ifii 

*Q^tLTV^-5 0 IP*?, Int. Arch. Allergy appl. Immun. , 54, 422(l977)(Ciol,'>-C > ^hc 

20 R&SUfca*. *»^*^«0)^l*{±ia*L/j:^o^:rt*«MP>d>t$n-C*5?», Int. J 
. Radiation Oncology Biol. Phys, 9, 701 (1983) djfoVTli, ^ |»n = ^y*- /KDjgErt 
WtK ^*7^*°^> j e>X*mft£titz-?<}xiz&\,^x>>- Vuzr/vlru^M^ 
lwJ:9«fi$ixSa:w»K«rJlWW«it*HaibnTV^ 0 Indian J. Exp. Biol.. 

25, 177(1987) fc*5WC* >a=^/-/KO«Brta4iJ, W*r<DfrfrT-<DTBhV f 

25 m-S«tTBAtn:^fiifi(D±#^^{r«J»J-r5^ Indian J. Exp. Biol. , 29, 867(199 
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X*hZ>Zk (BR^M&«W068/06888» HI&kWi2ff&W089/06537, fflB£4*BH4i*M094/08350 
> BaiR^BB^awO96/01117» BIS^gij^$BWO98/27960) jMBfcivCOS. JD^lT, Mykose 
n, 27, 475(1984) -Cte* ho-^/-/WiP. ovale*JCtnSi^fflSr^$/«Cl/^ffi-ef&Sail 
^TFi-tDlifet^jEfSttlrJl^^i: ^tltfc^ Br. J. Dermatol., 114, 231 (1986) "Ctt, ^ 

#0>liffi#ttiaiffi!fc^J§f4iwJ:3*i:£*U International Surgery, 60, 75(1975) "Cli 

^-y^— /HCilLTti, ^('M LIndian J. Exp. Biol., 29, 867(1991) 

y—;u<nKmM<nm.m9tm.mmm& (s^bb^«wo93/208i7, mwA^msKm/zi^) 

^CDftik * /K7)e»ffe5Rffiii{wOl,>TJi, 7fcffl4#i^miS4,491,588(ai> 

15 <0^.ffl#J-effeSRL»*^fiSffiS.»«>— LX«*^BI»^l«^«WO96/01117lC^$nT 

u^^L^^«b, ±m-xm<Do-h^,m^m't^xm^^^r. m.m^rixi^mit, int. j 

. Radiation Oncology Biol. Phys, 9, 701 (1983) £E&< t , £-C&flr*BBEWCO>$&aE,R 
V^SInt. J. Radiation Oncology Biol. Phys, 9, 701 (1983) Kfcl^TfflV^ft-CV^ttStt 

X. ^S^fF^^US4,491,588(r^$nTV^(OI4^ ha=.*V— /U0>&nlCfc4*a* 



WO 01/05400 



PCT/JP00/O4728 



-6 - 

11, (#E«FfFJEfBUS4, 491, 588) RVM-mM (*S^f i Rii^US4 ; 569, 935) t LXWfrHt 

, ^ h d A*D9\.mtm, mum «t 9 tams^itw^-c^tL-ri ^ - 1 l 

<D#^^ n KtrC^M^S r (7)^-v :: VUT?(i^4X7tS/^JCil^JX"fe-5 J <t gftft LTl ^ii 9 , 
10 Vt&nftx^u 4 h*Stifci£»J (NSAID) fcflRxfctfUB Sr^-THS^-Cife 0 s -?:<D<¥m<DmS.<7) 

mm. mm. s$, m& n^tt^^j ^bf&SNcteffl-c**** 

oo^l0»J <h lift <b &v * fc<D £ #*:3 0 

15 i?m<nmm 

«ttn4BK^y y-v h— x*. iss^-^to, mm^m. mm mm. K**tr) 
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, vmT^*;um, <m&mma>&Tf<m&mmp>£K>mft.zixz>m—xit&tj:z>m& 

^ST'lX(*2«±em$ixfr{SaT/P>r-^^*i- 0 {B.U R\ R^tfR'Ofsjn^- 
10 <g&gl¥a> 

<0 iHR£*LS|5]— XtemftSg&gT'lXli 2 J^±g^$tvfc«T/U-dr/U^/P^-/^^ 

9il^$tt?>P— Xli^^5®mS-eiXJi2^±B^^ixf-V'^ n7/^;l^S, ^tp7 
<g&£S¥/3 > J; •9jg^$tu^|5]-X{4^^e^ST"lXii2tJUbfim$n^ 
^rnril-^l, Ti)-/PSS.t>*<gmSI¥/3 >J:^5®iR$i^5(5]-Xli^-6g^ST* 
lXli 2 u±m&£titzT v —sum,, 

20 <g&£P0> 

25 ( 1 ) R"^- h nSffeS^I, 

(2) (1) (riJ^T, R'RtfR 2 ^ P3-3mM#oT, (g^ST^^S, <gmgl*a 
>&£>'<g&g3¥/3 > «t <9jl^^tv^.lll-X{i^5>g^ST'iXli2a±gm$ixfdS« 
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(3) (2) [cfc^T, <S^SS¥a >^«T^^w^->£T-fei9. E.o. <emSgl 

5 TV— ^mx&>z>Kmm. 

(4) (3) IC^T, <K&g8*/3 >36«t Kn^g, ^ ^J^XJi^T- 

(5) (3) (c*J^T, R , tfi&mT;U*si<mx3bZ>ftmffl, 

10 (7) (2) (r^oV^T. <S&£Sfa >7)qg^Tyu^r/U^^*:-^£X(i<e^Si$/3 >«t 
SP)3>^t Kn^->^ x /vn^y^, 7^7S> ^TA^^T 5 J l6Sl7;U='r/l' 

15 (8) (7) iZte^X, R'^iSSKT^/Ug, <M^Sg¥/3>J;'951^^tlSl5]- 
(9) (7) Iwiol^T, R 2 ^<&#fi7-^=¥^^./u^^^S, <M&Sl¥/3 ><fc OiiltR 

20 X, ±te (1) 75S (2) „ (3) TiS (5) 7)75S( 8) < 

iitot, J:0»*Wk****U 'HBW: (Dt^fc^T, R'^MR'Srd)^ (9) ?!>><btt 

(5) - (6)^t>*(8) - (9)-Cfc«3, W£.fc«3#aHCli, T8B»**P>ilR$ix*^ffl»J-C*>So 

25 2-(2->fvl'-5-— ha-f fr— 1 --TAO^y— : > 

->v) 

1 - ( 2 - xf-/V^;^r:/l,xf /U) - 2 - ^ f"^- 5 - - F o-< $ yy'-/U(-^ : =^=- 
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rfi|57;^/PSj t Ltlt tf'J;iJ4\ ^tfvK n-7°ntVK -f V^n tVK n 

-y^K -< s-y^/K tert-^fvK n-^yf/K -fV-<yf;K 2-^ 

vl^i^/K 2-7<^/^>^-/K 3, 3-v> 

fvK/fvK 2, 2 - ^-jV7'^-jV, l, l - fvU^/K 1, 2 - 'J* ^JV-f^- 
/K 1 , 3 - is* <?-/Uzf?-/K 2, 3 - fvu:7fvK 2 —*-j-;l'7*f-/l*n& o 
1 6 <ecOiS0Xtt^ll$0(OT/Udr/US?r^{f 5 r <k , *MfilC{i^5(ftt 1 75S3{@ 

, r < gjfess¥ a > ffi&sif /3 > «t «j mtR $ [53— xi±s/.e sgiit' 1 x 

(4 2W_hE^$Hf-(&iiiTyu^-yUSj co rf&j£T/U^/Ugj <k LTJ4, 
15 jr-T^K 1 -;/ci-<-,K 2-7°a^^/K 1 - ^f/l'-2-7'n^K l — .y-fyu— 
1 — T'o^-yu, 2-^^vU- 1 -^aXl-yU, 2 - ^ ^vU- 2 - Zfu y<=u/U y 2 -^fvU 

- 2 /K l-^^K 2 yK 1 - * 2 -^f=/P, l-;*fvU 

- 1 -7r-/K 3-^^/U- 2-ZfT— /K 1 -^5vu- 2 — 7 s r=- /K 3-yf=/K 

1 - ^ 5vu- 3 - :/?=■ =./K 2 -^=f-/u— 3 -y^— yu, 1 3 -:7^-/K l- 
20 -<>"x-/K 2-^>- : r~/K 1 - ? 2 -^Vr-/K 2 -t^/U— 2 -^vf^/u 

x 3-^yf-/K 1 — /■■f-jV— 3 — ^i^-n/u, 2-^^vi — 3 — -<>t^/U s 4 — 
t-^/K 1 -y-^vu-4-^V^— /K 2-^5vi-— 4 /K 1 -^=3f-tr— /K 2 
-^.^-fe-zK 3-^^ir— 7K 4-^^rir-/K 5 -^-fc-yuoj; 5 tt0HRft2 7fr£6 

So 
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tvi!r*i/&\ <D Vi^vM-dfv'Sj if*. _hlE r^T/L-^^Sj 

5 y^nTjf^v-, n-^hdf-v-, -fyy h^rv-, s-:/h=*v\ tert- h v\ n-^F 
dr-X ^V'Oh^-A 2-y^7>^r->, ^t^yh^y, n-^*:WM-=Srv\ 4- 
>^/^Vhdr^ 3 — * *vi"<>' h=*v\ h^'X 3, 3-y>f/^h 

dr->, 2, 2-y^f-^7>*->, 1, 1 -i^y h 1, 2 - v?y ^VK/ h 

io xteft&mT/i-icsi'tt'sm&mf z> z. t&-et. &ma*mmm 1 3 

&&&& > <fc «9^^^-5>l^— Xli^STOt l Xl4 2£JUbfi«l$n^i(Si»Ty^u* 

, ^#(iS2 7!?S4l@coii:^X(i^S0T/u^/u*^-/u^^v'ST-fc'9, MJwifiitil*^ 

/3 > «t OiltR^tt-SH— Xt*^SS^ST*lX{i2J^±Sife$n^<SSlTyu^^/wt;= 

25 n-7 , n/^7^*-/K V 7*n^y^=;K n — 7^ ^*/U#=/u, ^y^y^ 
/Ujfc=./U, s — /l/, tert-y^ /K n — ^ ry^/U/fc^/K 

y^^^V^/U^— /K 2 — y = f-f^~f $ iyyVl^^K ^.^-^^^^^./Ut^^/K n— 
•^V^/Ut^^/U, 4-y ^i^^-^^^/UtJn— /K 3 -y ^vl^i^^^A-*:— 2-y 
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fvl^^ VJX/Utf^K 3, 3— -st^-tv-ft*-/*^— A% 2, 2 - v 5 /- ^fr-?* 
3-i?*?-/i'-7*>x/m=. /K 2, %.-*s-*<f-iv79is*i\,'to=.AAoi, ^/£0SKfti7!r£ 

. n-^o tVUT5 / . -Yy^ntVW75y> n-^f/UT^y, y^f/U7? /, s- 
10 ^f/UT^y, tert-^fvUT? / , n-^>f-;l/7? -f 5 / , 2-/^ 

^7^7^, ^t^f/l/75/, 1 -Ji^vl^n fcVUT 5 7 , n -^=¥~>yPT 5 / „ 
>fy^^7?/, 4 - y f ;u^>f ;W7 ? y , 3 - ^ f /U'O'f ;U7 ? / , 2.-**f-/V 
"!yf : A'75y, l-yf/^yf/U7^y, 3, 3-yyf;u7f^7$y, 2, 2-v? 

^^ws;, 1, l-v'yf/PT'f^^y. 1, 2-i/yf/i/7^7$y, 1 
15 , 3-yyf^7f/U7;y, 2, 3-^^^f^7?/, 2-31^/^^7*5/00 

20 il^$n5l^-X , im^Sa^£TlX(i2a±am^tL/-->^nT^^u£j CO r >^ t=r 
vvK v-^n^7°^K yVMOun/K Tp-vlsf-MOX. 0 LTt >T t> «tV^ 3 7bW 1 

So 

yy/K ^-y-y l^k y^-y-yy/K ^ryy^K -<yf7/y/K 1, 2, 3-^-^ 
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t^T/D/K h!J7/y/K Th7/y/K f-7*^7/!J/K t°7-/K t'U^K fy 

io *©*«:if^\ -to «t o taut ltii ^iiicti-T- n; ^ife. ^y^Atg, y^-7Atgo 

J: 9 ftT^* y &JWfl, #/u-><7i4fc. J>&<oX. o t£T/\>* V ±M£m&. T>v 

, N' —^y^x^uy^^ ?nc7P^'f>^ > ^dtj-TV^ i>=c- ? / — 

-Mk 1-y^ (t KnJf-^ ^-/P) 75/^? >-^<7>«t 9 ^flli^<?)7 5 ; ^MtTk^f 

Sett, JHt7k#S£t&, Rib**ife!fiw«t9'fc^oyvj!S-^k**fife!fi, mmt&. ifi 

20 ^KBfitt. Wife, »»^«»ff>«t«Iltt ; * * >mm. h y ^ * 

p- h;uxy^;^ i 9 /i7 U -/u^/^y^ •JA/ZTgElg, 7-^-/ug£ 

is>m.. y^yt, 7^->ife, ^-/u-^^ ^/u^ 5 7^^7=fVKH©j; 

25 9 4T5ytt*ft^*»f2>nt^-C*S. mU iISXIJ7;ySi/^i^ll ( 
I) isSM4S*«ro»^-|c|SC,nSc 
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10 x<n>f'/K ^<uy/K -fy^u-y/K p*-y*y^/K y-t-y^^ ; << /w, 3-yfvu 
y-j-y^K 8-y^/uy-^-y-r/K s-^^M-^y^^ 3, i -i?*=f-,\,i»rir 9 ; 
-OK .^x^y-f /K Kr^y-OK hy^y-T/K rh7f*/l'/K s<>?T~x; 
-OK ^Mf-T^y-OK l -y ^vi^^^fry-OK 14-^f^^f*/^K 
13, 1 3 - v? y ^/i-t- h7r*y-f;K ^<f<?*f%; -OK 1 5-/f/W^tf*/-f 

15 /K ^^-r^y-OK l — y f-fr^fZf-ti ; 4 tv, y-^-^y^/K 7-T=f y-T;i-S 
U^-^--f ^/WJ; 9 ^T/U^^*;^-/!-!, **W-OK y>K*nwVK 

-OMDJ; O^^/^^-v-SftT'/U-dr/l-^/U^— /US, ^no7tf/U, y^no7tfyK 
h y nn7tf;K h y 7;^n7tf;Wj; 9 JtC/Nn y / (&U7;Udr;H*;l/#-;l-S 

20 o-^^v-yl-^7/l-7j<— vK v-^n^/f/^/^^/u, n ^-^ ^/U^7/W^-/Uc75 J; 9 ftgg 

(E) -2-y^yU-2-^7 : -y^yW <= fc9^^fnT/U^ryU^yP^=>'US 
#<75 rflHtfcjg7vyl-£j ;-<>y^/K a-t7h-f/K ?-t7h-f;K t°y K-OK ^ 

25 y/«</W j; 9 /^D y/7 U -/^/H|?=/H, 2, 4, 6- ny y^vwo-y-OK 4 

- h/w^-r /uco j; 9 t^^mcr j^^mitT y -/i^/i^rvi^ 4 -t— y-OK^j; 9 &{£ 
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hn^^yV/K 2-~ t-u^is-Ssf/iscnXo te— hufcT V -s^^tf— 2- 
(y h^vo&yurf^yu) ^>y^f/u<oX o it&BkT fra* ! si3 fr-fc—MKT y -yu#yu#- 
yug, 4-7^— yi^<>'y-i'/uo«t9/j:Ty-/KkTy-vu^/u^n/uS^<75 r^##jT-> 

; 7*=. yUTirfvK a-t7f^Pt't-;K 0 - 7 1 * 7 ^-/V? y yU, 5*7 *=■ 
5 /\"< yy'^-y ;u s F!J7x-/U7-irf/K q - t7f-;Uy 7 x-zu-r y - U /U« 9-T> 
y yu-^>-^ y -fyuco «t 9 ft 1 3 i@coT y -ryuS-C«*$tufclft»T/u4yu£*/nS=- 
yi'g, 4-^^^yW73i— yUTir^yK 2, 4, 6 - h y y ^vU7a::=/UJlvu$/K 3, 4, 
5- h y >?vU7*=/U7*^-y/K 4 Hdrv/7^— yw-f y^yyK 4-y: h^>7x 
=.;l/v/7x-;H:V^D^yK 2-- hn7x-;U7"fef-yK 4-^ ho7x-^7n ft= 
10 yK 4 — ^nn7x^7*f!i/K 4 -7n ; e7x-;l'7tf;l/, 4 — v'T /7i ^yU-^O 
^/-YyK7Dj;9^(g#STyu= 3 eyuS, {£»7Vi'=*=¥v', ^Fo, /ND^yg^ y7ySt*7 
y -/Mi*s«ft$ixfc 1 75S3i@cOT y -yuS-eem^n/i^TyudryuSTjyu^-yuS^ 
rT9yl'= 3 eyl'^yl'#— yugj ;rh7t Knf7>-2-^^ 3-7'ntr F7t h'n 
f7>-2— -OK 4-y: h^->f h7-t h*nf7^-4^/K fh^tKnf^t^V 
15 -2 — fyK 4-y< h3f->Th7fcKnf^t 1 7y-4-^yK?)J;^<C rrF7tKnl^7 
— yUXfi-r t Kn^^-t°7>— yi'Sj ;fh7t Kn77V-2 — fyK f h7t Knf 
*77>- 2 --TyKOj; 9# fr h7k Kn77^XI±f h7t Kof^^-^Sj ; 

h y y ^yu-> y yK h y xf^v- y /k -fy7 t D tvu-^y ^yt-> y yK t-T^yi^y- =f->^s 

yyK y T^yW^-Y 77n fcVuv-yyK y ^yi-^-t-^^-yUv-y yK h y -Y 77°n \?;Ui/}) 
20 yuoj; 9^ h y MT-yu-dfyuSv-yyi-S, y7x-;M ^yufSJ/K 'v?7*=-/U7*^-yu->y 
yK ^7x^My7n^/u->!J/K 7^c— yt-v^ V 7°n t°yw-> y ywco«t 9 ft 1 TrS. 2 
T y -yuS-Cg&£*i7t h y teiSTyu=*ryuS~> U yi^g^o r-> y yuSj ; y h ^y ?vK 
1, l-^y^yw-l-y h^rv'y^-yK ^h=¥v-y5vK T'n^dfv'y^yK -cj-fnn^ 
*5o«*vK 7"h^f/K tert-7* h*->y ^yK7D«fc 5 ^CfBRTyUadE-V^ 2 
25 h=»ryx h^yy^^WJ; ^</:16li7^^^Mktt7^^=*ryy ; f/i'S, 2, 2, 2 

- h ]) ?uu3L h^y^yK (2-^nnxh^-y) y ^yK7)«t 9 <7* J 

yun^v-y ^yu^o rryu="=¥i/y fvugj ; 1 — ^ h^^^^vK 1- yyoTK^riy 
) z^=f-tV(D^ 9^<fi^TyU=i^Mb^^S> 2, 2, 2- h V ? au^=f-/l-<D£ ? t£s^a 
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y /uy ^/W<t 9 ft 1 75^ 3i<D7 y -/UStlj^tlfcfiiT/U^I, 4 - y 3=vU 
^V^/K 2, 4, 6 - h V y ^/U-^VvvK 3, 4, 5 - h U y ^yU^V^yK 4-yh 
5 ^r^y^/K 4 — y b*z/7 ^~Jl'i>7^~/l'*?-/U s 2 - ~ b P^y^ 4--^n 
-<>vvK 4-^n^^O^/K 4 -y77 ^V^/KO «fc 9 fti&S&T 

^yl^ ai h^v-^/U^^/K tert-y h^v/^/U^^yu, ^ V ;/ b *r\/jl>Vi&~)V<D <£ 9 ft 
10 {£^Tyu^i/#yU*~,i^ 2, 2, 2- b ]) ?nnx h^r^/UzK^K 2-hU^^ 
yUv-y /uai h^i/^/u^/uc^J: 9ft^^o^V^x(i MJ{£^T/u^yuS^y ^£T«^ 

— /K Tyy^^v-^7/U#^/U(7)J:9ft rr/l^^r^/U^-^rv/^/U^^/USj ; ^^v^/UTh^ 
;y;tryutf;^yK 4 -y K^v-^V^yP^^v-^yU^^yu, 3, h^r^yy;^ 
15 v-^yu^^yK 2 h n^c^v/y^^rv/^yU^^iyK 4 — ~ h D^>v>yu^-ar->^yu^^ 
yu^J: 9 ft, 1 75S2f[a(7){£^Tyu=i^ri/Xf^ hv^TV -^mtm&ZtiX^^XhX 
v> rT^yu^yu^-=^^y^^yu£j Srsfltf 5 r £ ift?*, 

r^/u#>^Sco^^^yuj (c»f7i^ r-^«fi£j turn #iSfifi. y^- 

yK ni^yK n-^DtVK V^n tfyK n-^yK ^ Vzf^/U, s -^/K tert- 
20 T^vK n—^^vK y^^yK 2-yfvl^vK T^^O-^/K 1 -m^yu^a 
t:°yK n-^y/^ *f y^^vvu, 4 — y ^yi^^^vK 3— y^yu^V^/K 2— y^- 
yw<v^vK 1 -y-TvU^^yK 3, 3-S?y ^vi^fvK 2, 2 - v>y 5vu:/?vK 1 
, 1 -v^y^yU^yK 1, 2-^y5vK/~fvK 1, 3-v^y^-yu^yK 2, 3-v>y 
^vi^^vK 2~^n^yu^/^^J: 9ft ^SMT/^/umj ; ^x-yK 1 -^nXL-yK 
25 2 -^n^-yK l-^ f/U-2-7 P n^-/K 1 -y ^yu- 1 -^n^riyK 2-y^vU 
- 1 -yn^/K 2 - y ^yU- 2 - :7°n -<^/K 2 -ai^yu- 2 -^cz^-yu, 1 -^r 
— yK 2-:/-r~/K 1 -y ^/w— 2 -y-r^yK 1 -y fvw- 1 -yfnyK 3 - y fvu 
1 -jc^vU- 2 -y>^yK 3 -yv^yK 1 - * 3 -T/v^K 
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2 - ^f/^- 3 — r/T—jyss 1 — zz-^tv— 3 — y^^/K 1 -^>"r^/K 2 — ^^-^xi/u 
x 1 -^^/l^- 2-^f L /U-2-^<>"X^K 

/U-3-^>"r— /K 2— ;*^vu— 3~ ^^r-^K 4 -^Vt^/K -< 
2— ^-fyl"— 4— • ^>"r— /K 1 — ^^rir^K 2 — ^^Mr^yK 3 — ^^rir^ 
5 /k 4— ^^r-fer^/K 5 — ^^rirxwucoj; 9 # rT/u^^/^Sj ; xf^/u, 2-^.^ 
/K 1 -^^/U— fc°:n/K 2-^f-/W- 2-7 fl nt°^/K 2 — m^yu— 2 -^n fc° 

~yK 2-^=./K 1 -*^-J\"- 2 2-^^-2-7^^/K 1 -^vU 

-2-^^/K 3-:/^/K 1 - ^ ^yU- 3 - 2 ^vU— 3 — 
1 3-7'^/K 2 -^yf-^K 1 - ^ 2 — <>^~yK 2 - ^ ^vU- 

10 2 -^Vf^/K 3 — 1 — ^^yu— 3— ^l/^— yK 2 — > ^/U— 3 — 

n/K 4 1 ^^-/i^ 2 — t^/U— 4 -^^^^K 2- 

^^i/xvU\ 3 — ^=^>xvu x 4 -^yr./K 5 -^^fy^;K^)j: 0 t£ rryi^xvugj 

^^vK 2, 2, 2-h!i7y^Dxf;K 2, 2, 2-hV?uu^ 

15 /K 2-7n^xf/K 2-^ouxf-;U N 2 — ^ytoi-n ai^vK 2-3— K^^vK 3- 
^PD^ntVK 4 -37/1^d:/^vk 6 — 3— K-^vvK 2, 2 -^D^xf/KDj; 
9# ONny/fijR7;u^Sj ; 2-t KD^rvxf/K 2, 3-v^t Kp+^p^ 
, 3- fc Kd*^p t°/K 3, Ko*^f/K 4-k Kn+^f/^i^i 

20 yU-Sj ; ^>wK 7x^;k 3-7x-/U7 P o tVK a — *-7^vU>« ^vK 0 — *->^ 

v^^^^yu^^-yK 9-TV^yyu^^/U(Oj:9*l75M3fl^Ty-yua^«Sl$nfc r 
ffijRTyu^yuSj , 4 -^yi^^vvK 2, 4, 6 - h V ^yi^^vvK 3, 4, 5- 
hU^^^^v^yK 4 — 4 h^v^m — /^/7x^ yl^ ^vK 2 
25 -x hp^yyy^ 4 — — h n^y^K 4-7'p^yy/K 4 — 

y/y^yy/K 4 -yTy^y^^xx yUj*^vK (2-^hP7xx/u) 

tV<cmyu % 4-^ N^#yu^~yi^:/^^ {g^Tyu^* 
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A-vW y-Xu tVP->y/K ^^fV-J-terx-Zff-fUiy]) /K Y ]) 4 y -fa t°/Uis y /K y^ 
10 J;<9ifc£-e#5 0 

15 1 -^/u^/p^^vo^/k 1 -Tir H^v-^^/p, 1 -^d tf^/u^-df^^^/K 1- 
T/f^y /Lo^v-^^/K 1 - tV<c7^/u^-^-->ji^/K i — ^l^y/Uj^rv/^^vK i 
y^uy/i^f^-^fvK 1 — =*1f y-Yvu^v-ai^vK 1 -^5;^->7"d tVK 
1 -T± h -*i/rfu fcVK i-y'v \f^r=.;u^iyyti fcVK 1 ~zf^ V jvit*\sy°u 
, 1 - k°s<a-j suttiy-fu tVK 1 — ^u-yAoi-^v^n tVK 1 --f u y /W^-Jf- v- 

20 7°ntVK 1 -^r^y -r^^^c fcVK 1 -Tir h^rv^^vK 1 -^n t°^--yU^- 
^vO^/K 1 -^y/U^v-^/K 1 - fcV*n^/W^->:/5vK 1 -Tir h^v-< 
VfvK 1 -7"n f^/Pt^-y^yf^, 1 -y"=f- U /Ush^^^/K l-tV<n^/U 

9vK 1 -T-fe5vi^;*-^fvK 1 -yn t^-/uf ^-xf /u, 1 -y"^ y /u^jc^vk 
1 - tV^n-Y/U^^-ji^/K 1 -s<l>-[);U^3-3L^/u^ 1 — f y/^U ]) /l^shxfvK i- 
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^ih/^/^^^/K l-^^^ft^Ptf/K 1 -Tir^/^^-^a tVK 1 
pt't^t/ntX l -y^-yy^^-yofcVK l-bVNPY^ftyntX 1- 

l -T-tr^^:/^/K l -*t°p i y /uf^y^vK l - fc° 

5 y<p-tVi^;*-^vK l -Tir^/U^^--<^^/K 1 -^p e^~yu^;*--<:y5vK 1 -Z? 

y.K 5^ n^^^/u^/u^^/U^-^rv^^^/K 1 - n^V^yU^yU^—yi^^S^^/U 
, 1 — is? o^^v^/^/U/K^/u^-^rv'Ji^-yK 1 — p^zy^yi^fcyu^xvu^^v^p 

10 1 — p-^**>yU*/U3t?^/^*->^o t c /K 1 a^^^/u^yu-^n/u^-dr 

v^^vK 1 -^^u^^^/U^/^^/^7t^i^Zf^/U(DX ( rsx^ nT/i^yKl 

^7/u^-/u^^» rfgtfgTyi^yi'gj . -^^✓^"/u^^^/uo.t 5<e l - ( r ^#i£ 
Tvvkl ^v') rfgiftTyu^/uSj *<01- (7^y^i/) r^Tyu^yuSj h 
^v-^yu^^yu^v^^^/K 31 h^rv^yMf— yi^f-v-^^vK yD^v/*/^;^ 

15 ^rv^-JvK y^p^^^yu^— yu^^^yK 7>^v/*^/^y^f/K 
-Y y:/ K^v-^yUTK^iyL/^-^rv^^^yK ^V^yU^^v^yl^— /Utttis* ^vK '/^ 
Tj-^rv-^y^^/u^-^r^^^yK C^^n^^v'yu^^r^y^— /^y^f/K Sy^n^ 
^^yu^^v-^yu^^yu^-^v- (y^p^y/u) *^vu, h*>^*yu*=. yu^"* 

y) xf/u, 1- (ai h*^*yufcyu**^) "JtfvK 1- (^p^^^y^— /u** 

20 >0 3i^K 1 - yy'uTti^c^/UT^^/^^-iy) ic^vu, 1 — "(^ h^v'*/HR=-/^ 
zn^K 1- Kyyh^^;U^;^'» 1- (tert-:/ h*Sy# 

yu^iy^yu^^yu^v-) ^^vK 1- P^V^y^^^y^^iyu^^) 
yK 1— (v^ p^>-^yu^^->*y^xi/u^-^ri^) l— (vy^ P^^f v-yu^"^ 

25 iy^yu^—yu^vO :/n fcVu. 1- (v^ u^i/^)Vjr*i/j3)Vifs^)V**-s) yfvK 
1- (^^P^^^yu^^^yu^^yu^v-) Zf^/U, l- (Sy^ c^*i//U;fr*>';&/U 
tf—yU^vO ^yK 1- (xh^^/U^x/^y) ^p tVK 2- (> h^-SytfA' 
Ttfn/U^vO ai^/K 2- (31 a^/K 2- (^P^v^yU 



WO 01/05400 



PCT/JP00/04728 



- 20 - 

- (y b*r'>*;U7r;^;istt~y) 7=ntVK 1- h ;Vlf,=.;v*5r^) -fu\fjv^ 
5 1- (T/n^^/L^-yi^df-v/) ^ntVK 1- Wyyn^->*;to^-» 

^at°/K 1- /U*^/l^r->) y°at°/K 1- W h^->*;^-;^ 

^ntVK 1- (-O^/U^v-^yUTjf^^df-^VntVK 1- (^=^>/U-^ 
T'ntVK 1- (y h^v^/U/K'— ;Usf-*ci/) y*fvK l- (ni 
v-*yU4t^u^-^-» y^FvK i- (^D4f^^/^-/w^-^r-» y?vK 1- WV/ 
10 a^^/l^ri/U^v') y"^y K 1 - (y h^r->y7yP^^/U^-^-» y*?vK l- 

y7'h^-v-^/U4fn/U^-df-» y^, K i- h^y^t^-yu^^) !_ 

- (xhJrv*/u#-;^.» -^vvKOj; oft (7^3^->*M*=;^y) 7VU-^ 
yuS : -7* V v?/K v^y y h=¥->y y y vvkdJ: 5 * ry * y vvugj 

15 : (5-7=— /u- 2-7f*y- i, 3-myi/>-4 — iVU) y?vK [5- (4- 
^^U7x-/U) -2-^-#y-i, 3-^yu^-4- f/U] y?VK [5- (4- 
^ h=3f->7x-;u) -2 y- 1 , 3-/t+yuy-4-^] y^vK [5- (4 
-7;^n7i^) -2-^y-i, 3-y^yu>-4-^] y^vK [5- ( 
4-^n 7 x^) _ 2 -2h*y-i, 3 — J?aMf-y 4— f AO y^vK (2-* 

20 *y-i, 3-y**yi/y-4 — r/u) y^vK (5 -y ?vu- 2 -2h*y- 1 , 3-~y 
— 4— f/u) y^/K (5-^^-2-^y- i, 3-my^-4- 

-fAO y^vu, (5-y°nb:Vl — 2-^y-l, 3-yt+yu>-4 — f/u) y^vK 

(5-^-y^o tvu-2-^y- 1, 3-^y^-4 — r/u) y^vK 
/i — 2-^y-i, 3-Wyi/y-4 — f/u) y^oj; ^fr^y-y^ y 

25 y^a»<r> tts^-^jc^T^^mi ; sute tmmmT^umi -.mz^mmT 

rox^fyi^^gj ; #Av<^y,ug ; 1 7!;S2i@cD{g^7*yw^/uS-ee^$tL7t7J>'^< 
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;^Jf y^^r^yf ^"if ;W<t 9 /i*M^-/S ligMT^^m] v^^fvwS 

5 SW5:tm, 

-M-As- 1 Kdrv^fvK 1- (-f y^nsJ?#-» :c?vU\ 2 h^v^^vK 2 
-ai f^v^fvK 1. 1 —'st^-fr— 1 h#->*^7K 31 h^f-^^/K n--7°n^ 
10 ^rWf/K -f y^D/tf^v^^/K n-/F=>t->^f/K tert-7' h=¥'>^ ?vK7)J; 9 

,2, 2, 2- h V fuuzL h=*->y?vK tf* >f/W 

15 y y*~sl3>Vfc—;V*=f-/V<n£.ot£ t1SMTsl'='*-'>i #/U/tfxvu- rt£0T/i'3rA-&J ; is 
TV^fvK 2-y7yxf;U(Oj; 9&*>7V rfigJTyU^Sj ; y ^/l^shy fvK ^ 
^vi^jJ-y^vKOj; 9# t&RT^/u&i fit t'f-fr'Zk ; 7^— /i^^y^vK -t'7 3 f-A» 
f^f/KiOi^j: Try— yuSj -f-^y fvug ; 2-^^;*^*xvi'^3vK 2-hv 
^/Lotny yU3i^/KD«t 9&^n^VJ^T'g&£;ftTt, <fci^ r(£jR7Vi"*vi' 

20 ;u SfcMCT^J^Wsl ; 2 -'O'i? ^^/U/fcxvuai^vl', 2 — fvi^y^/t^ 

v-yfvK /•!HJ;i't^y>f/K -Y y^u I) Ao*-=*--yy ?vK ^Mf/ A-^J-^r ">y 
, 1 -fc;U^;UsF**>=cJ-/U, 1 -T-fe h^vo^/K 1 -ynt^x/UjI-dfyxf/K 1 
25 -y^y/U^v'ai^K l-fcf/<nxf/i/^^3i^u, 1 — /^JjAoj-^io^vK 1- 
Y y^HJ/^yxf/K 1 -^HJV ^T/w^-^-y^f-zK 2 -tfvrt^/l'^iyx^vK 
2-Tir hdfi^fvK 2-7°d yU^-df-i/^^/K 2 -^yyU^-^^^-^K 2- 

fcV^n-T/U^v'ziifvK 2-'<UU;i'^v''J^vK 2 — < y/^y/^^yjifvK 2 
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— -^UV ^f/u^^v'Ji^vK l-^/u^/^yyp tVK i -71? h^i/zfu fcVK 1 
-^n t^^/u^yyn tVK 1 y /Ut^y7n tVK 1 - bV^n^yU^ v^n 

fciVK 1 -^<uyyu^-^f'>^ntr/K 1— f y^l/!i/^v'7 P Dt> > 1 -«^3MJV >f yu 

5 ^v^f/K 1 - tV<n^yu^v-y^/K 1 -T-fc h^v^<V^/K 1 -:/n fcTsj-^/U;*- 
^v^VfvK 1 -ZfT-V /v>tti"0"7*/^ 1 -tV^n^/U^^^v^/K ' 1-bTXp 

^yU/J^yl^^V^^Vl^ D^^>>/U^/U^ -yU^-^ ^-/U^ i — D^v^-yU^/ 

ffK7y;Uj Mt/u^Sj f^7y;^y HmCT;^)V^\ : yt 

#yU/tf —yU;^^ ^vu % 31 H^^yU/^^/l-^v'^^yu, ^yl^^yl^^rv- 

^^^^^yu^^/u^-^^^^K ^>^y^^^*yP/K^yu^^rv'^^yK ^^ry/ut* 
^yi^—yu^^v^^vK >^ ^^^wu^^iy*yu^^yu^=^>-^ 5vK is{ru*<*r*s 
jVz^^^yts;Vif^)V^r^r^ (is? is/U) ^ ^vK \- N ^>#yU^^/U^- i/) 

^^^> 1 - h^#yu#^yu^^>) ni^y^ l- ^—^ttis) 

20 ^^vK 1- M y^utf^i/XsUTji^utti/) rc^yu > 1- h ^rv-^yU^^yU^ 
'» 1 - (>f yy h^Sx*/ud?n/U*^v') m^-yK 1 - (tert-y h^v-^yutf; 

^yu^-df-v-) m^vu x 1 - (^^yu^^yu^^yu^-^rv-) :n^vK l - (-^vvU;*- 

m^vK 1- (^^o^V^yU^ix^yU^3iyP^>') m^yi^ 
1— (is? n^v^yU^^->*/U/1f^yU^^rv/) t>, 1- (v-^ o^3f vyU^^v-;* 

25 yUtf^yM-*vO fcVK 1- n^>^yu^^yu#^yp^-^^) zf^/K 1- 

yUsh^v-) mfvK 1 - (;n h^^/^^/W^i/) 2- h^S^/i/stf— 
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fvHr^r'y) ai^vK 2- (y yyu^^/u^ >vtt*S) 2- C/h*->:fr/u 

tfsz/lrttis) si^vK 2- (^yyh^^^/^y) si^vK 2 - ifZyf-A'*' 
* s sl3Asi£=-fl'it* l ir > s) ^^/K 2- (^^^/U2h¥v'#/l':^— /U-Jr^is) i^vK 1- ( 
^ h^rv'A^^^^y) ynfcVK 1- (i h= 3 f->*^-/l'* i r-» y"n £7K 1 — 

f/K 1- (7'h^f->*;i'**-;^y) T'o f ;K 1- My7'h + v'^=^-> 
) T-ntf/K 1- Hvf;i/^^y*/U/t^ yntf/K- 1- (^*->/w*^f->'* 
yu^/^df-» 7°otVK 1- (y H=¥^/U^-^#'» y'5vK 1- 
y^-/U^-df.-» y^vK 1- (37°D^dr->^yU7t?n/U^->-) y"5vK 1- WV7°n^ 
10 ^f^/W*"n/u-^-dfv / ) -T^/K 1- (7' h^v-T^tf:— /u^-df-v') y'fvK 1- 

h^J&^—zu^v') y'5=vK 1 - (y h#*>*A'sK= ^y^/K 1- 
h^v^/Utf^/U^v-) -<>^/K 1- h^v-^/U^'— /U^-^f--» -^rvvK 1- ( 

i (5-7i-/p-2-t+v-i, a-^y^-^-f^) y?vK [5- (4- 

15 >f;P7i^) -2-^-#y-l, 3-^7^-4-^*] yfvK [5- (4- 
^ h^y7i^) - 2 -t^fV- 1 , 3-^*y^-4-'f;l'] y^vK [5- (4 

-7/Ptn7x^) -2-^-^y-i, 3-^ywy-4-^^] y^vK [5- ( 

4-^nu7i-;l/) -2-^y-l, 3-y«yi/>-4-^^] ^f/K (2-7f 
^F-y-i, 3-yt*y^-4-'i'/u) y^/K <5-y*vu-2— si-*y-i, 3-^ 
20 ^yi/y-4 — r/u) yfvK (5-^^/u-2-^-= 3 f-y- 1, 3-vt*y^-4- 
-C/L') y^vK (5-y"n £VU- 2 -2h*y- 1 , 3-^yuy-4 — T/>) y^vK 
(5--r yy°a tvu- 2-^y- i , 3 — v^^yi^y- 4— ow) yfvK (5-y^ 
/u-2-^-= J f-y- 1, 3 --y^t-^y uy- 4 -- <yu) y^/w^ft^y-y^y ^— ^ 

25 =*->7 y y vvkd j; 5 & y y vvpXj : 71-/K y >y—/^<Dj: 0 & rr y — /ugj 

n-7*9-A^-3t. ^yy^*, s-y^/^^ tert-y^/^^-, n :>5vU 

-fy<yf/^t 2-y^y'^/^^-, ^-o^a-^. 1 -xf^7°D tvu 
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n — ^rvyU-?^ ^y^^v-;l/f^ 4 — > ^vW^^vl^;^ S-^fvl^V^ 
A**-*, 1 -^^vl^i^/l^;^ 3, 3 - i?f f-ASff-tlf"* 

» 2, l, 1 -i/^^/u^yu^-^ l, 2-v^^/U^/l^ 

l, 3 - i?* ^vi'T'Tvi^:*-, 2, 3-s?^^^/u^-^ 2 -rc^uy^-zu^-^-co 

r^toM^jg^j tit. *3m<Dik&m ci) r*i£gj ^m-r^m^<Ds.-v-/umm 
*«W«o{L^* (D«, »frti:^F«*itt <5#£tfs*> «J „ REMSL 

25 a#?Kig-c*)ti{iwciaj&{i7fcv ^\ mtf, i b h b-y * yy~^mm^^ l 
, 20ii^ mmm. mmm. t^7r», ftaatwway. ^sbw, tK±mm. mt^* 
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20 ^i"S^<i:^-C-#5„ 

Sit** 5^31, £§$^«f£ifi#h tf^5>«, iftrwu=¥— 81, «Bf*«WBl, 

25 ~2£4%, »C^{C{i0.01~0.5fi«»;OTI?JUd3U^^Jwti0.001~5a[J*» Kfcffig 

iciio. oi ~o. mm-^^yrn^^^xmm^m. ooi~5M%, m^nmizteo. oi~o. 5 
ma»;f&mm\z.}3\,*xpmizi±o. ooi~5fis%, mz-mmiato. oi~o. iM»-.ttiftffisu 

(C*3^-C»SJw(i0. 001~5S»%, XlZii?m\Z.tiQ. 005-0. 5fi«K;ttfe«)»-*SV^T»S8{w 



WO 01/05400 



PCT/JPOO/04728 



-26- 

(40. oooi~5M%, ^ijmiato. ooi~o. \mm%-&<y j ^xffliz&\<^xftmia-z.o. oi~5 

(40. 01~0. 5||*%;#l t X ? ^ ^TMtdiiO. 001~10fi*%. M(-$fiS(C(40. 01~5 

mm-zmmmmi^mm^^^xiim^i-io. i~2os*%. stcffisiaio. i~sm%; s v 
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N0 2 


CH 2 S0 2 Pn 


15 2 


Me 


N0 2 


CH 2 S0 2 Hx 


15 3 


Me 


N0 2 


CH 2 0Car 


1 C /t 

15 4 


Me 


N0 2 


CH^COoMe 


15 5 


Me 


N0 2 


CH,NHC (S)0Me 


15 6 


Me 


N0 2 


Et 


1 Q 7 
1 O / 


Me 


N0 2 


CH 2 CH 2 OH 


IRQ 


Me 


N0 2 


CH 2 CH 2 OAc 


IRQ 
lot? 


Me 


MA 


CH 2 CH 2 OBn 


i ft n 

1 D U 


Mrt 

Me 


MA 

NU 2 


CH 2 CH 2 OBz 


1 D I 


Me 


N0 2 


*-»U /^hj c*LI 

U1 2 Cn 2 ori 


16 2 


Me 


N0 2 


CHsCH^Me 


16 3 


Me 


N0 2 


CH 2 CH 2 S0 2 Et 


1 6 4 


Me 


N0j 


CH 2 CH 2 S0 2 CH 2 CH 2 0H 


16 5 


Me 


N0 2 


CH 2 CH 2 S0 2 CH 2 CH 2 0Ac 


16 6 


Me 


N0 2 


CH 2 CH 2 S0 2 CH 2 CH 2 0Bz 


16 7 


Me 


N0 2 


CH 2 CH 2 S0 2 Oi,CH 2 OBn 
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16 8 


Me 


N0 2 


CH 2 CH 2 S0 2 CH 2 CH 2 SH 




16 9 


Me 


N0 2 


CH 2 CH 2 S0 2 Pr 




17 0 


Me 


N0 2 


CH 2 CH 2 S0 2 iPr 




17 1 


Me 


N0 2 


CH 2 CH 2 S0,Bu 


5 


17 2 


Me 


N0 2 


CH 2 CH 2 S0 2 Pn 




17 3 


Me 


N0 2 


CH 2 CH 2 S0 2 Hx 




17 4 


Me 


N0 2 


CH 2 CH 2 0Car 




17 5 


Me 


N0 2 


ffl 2 CH 2 NHC0 2 Me 




17 6 


Me 


N0 2 


CH 2 CH 2 NHC(S)0Me 


10 


17 7 


Me 


N0 2 


Pr 




17 8 


Me 


N0 2 


CH.,CHXH,0H 




17 9 


Me 


NOo 


CHoOi.,CH.>0Ac 




18 0 


Me 


N0 2 


CR,CHXH,OBn 




18 1 

J. o ± 


Me 


N0 2 


CHoCHXHoOBz 


15 


18 2 


Me 


N0 2 


CH*OLCH*SH 




18 3 


Me 


N0 2 


CH 2 CH (OH) CH 3 




18 4 


Me 


N0 2 


CH 2 CH (OAc) CH :i 




18 5 


Me 


N0 2 


CH 2 CH (OBz) CH : , 




18 6 


Me 


N0 2 


CH 2 CH (SH)CH 3 


20 


18 7 


Me 


N0 2 


CH 2 CH(0H)CH 2 0Me 




18 8 


Me 


N0 2 


CH 2 CH(0Ac)CH 2 0Me 




18 9 


Me 


N0 2 


ai 2 CH(0Bz)CH 2 0Me 




i y U 


Me 


1NU 2 


Ln 2 Ln VorU Un 2 UMe 




1 9 1 


Me 


N0 2 


CH 2 CH(0H)CH 2 C1 


25 


1 9 2 


Me 


NO, 


CH,CH(0Ac)CH 2 Cl 




1 9 3 


Me 


NO, 


CH,CH(0Bz)CH 2 Cl 




19 4 


Me 


N0 2 


CH 2 CH(SH)CH,C1 




19 5 


Me 


NO, 


CH,CH(0H)CH,F 
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19 6 
19 7 
19 8 
19 9 
5 2 0 0 
2 0 1 
2 0 2 
2 0 3 
2 0 4 

10 2 0 5 
2 0 6 
2 0 7 
2 0 8 
2 0 9 

15 2 10 
2 1 1 
2 1 2 
2 13 
2 14 

20 2 1 5 
2 16 
2 17 
2 18 
2 19 

25 2 2 0 
2 2 1 
2 2 2 
2 2 3 



Me 


N0 2 


Me 


N0 2 


Me 


NO, 


Me 


N0 2 


Me 


N0 2 


Me 


NO, 


Me 


N0 2 


Me 


N0 2 


Me 


N0 2 


Me 


N0 2 


Me 


NO, 


Me 


NO, 


Me 


N0 2 


Me 


NO, 


Me 


N0 2 


Me 


N0 2 


Me 


NO, 


Me 


NO, 


Me 


NO, 


Me 


N0 2 


Me 


N0 2 


Me 


NO, 


Me 


NO, 


Me 


NO, 


Me 


N0 2 


Me 


N0 2 


Me 


N0 2 


Me 


NO, 
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CH,CHXH 2 SO,Me 

CH,CHXH,S0 2 Et 

CHXH(CH 3 )S0,Et 

CH,CH,CH,SOXH,CH,OH 

CHXH,CH,SO,CH,CH,OAc 

OT,CH,CH,SO,CH,CH,OBz 

CH,CH,CH,SO,CH,CH 2 OBn 

CH,CH 2 CH 2 SOXH,CH 2 SH 

CH,CH,CH,SO,Pr 

CHXHXH 2 SO,iPr 

CH,CHXH,SO,Bu 

CH 2 CH,CH,S0,PnH :! 

CH^CH.SO^x 

CH^CHsNHCO^e 

CH 2 CHXH 2 NHC(S)OMe 

Bu 

CH,CHXH 2 CH,OH 

CH,CHXH,CH,OAc 

CH,CH,CH 2 CH,OBn 

OLCHXH,CH,0Bz 

CH,CH XH,CH,S H 

CH,CH(OH)CH,CH :i 

CH 2 CH(OAc)CH 2 CH :i 

CH 2 CH(OBz)CH 2 CH :i 

CH,CH(SH)CH 2 CH :t 

CH 2 CH(OII)CH 2 CH,OMe 

CH,CH 2 CH 2 CH 2 S0 2 Me 

CH 2 CH 2 CH 2 CH 2 S0 2 Et 
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2 2 4 


Me 


NO, 


CH^C&CH^CHzCHjOH 




2 2 5 


Me 


NO, 


CH,CH,CH,CH,S0 2 CH 2 CH,0Ac 




2 2 6 


Me 


NO, 


CHXHjCHjCHjSOXHjCH^Bz 




2 2 7 


Me 


NO, 


CH,CH,CH,CH,SO,CH,CH,OBn 


5 


2 2 8 


Me 


N0 2 


CH,CH,CH,CH,S0 2 CH,CH,SH 




2 2 9 


Me 


N0 2 


CH,CH,CH,CH,SO,iPr 




2 3 0 


Me 


N0 2 


Pn 




2 3 1 


Me 


NO, 


(CH 2 ) 5 OH 




2 3 2 


Me 


NO, 


(CH 2 ) 3 0Ac 


10 


2 3 3 


Me 


NO, 


(CH,) ; 0Bn 




2 3 4 


Me 


N0 2 


(CH,) 5 0Bz 




2 3 5 


Me 


NO, 


(CH 2 ) 5 SH 




2 3 6 


Me 


N0 2 


CH 2 CH(0H)CH,CH,CH 3 




2 3 7 


Me 


N0 2 


CH 2 CH(OAc)CH,CH 2 CH :) 


15 


2 3 8 


Me 


N0 2 


CH 2 OT(0Bz)CH,CH 2 CH, 




2 3 9 


Me 


N0 2 


CH,CH(SH)CH,CH 2 CH 3 




2 4 0 


Me 


N0 2 


CH,CH (OH) CH,CH 2 CH,0Me 




2 4 1 


Me 


NO, 


(CH z ) s S0jMe 




2 4 2 


Me 


NO, 


(CH 2 ) 5 S0 2 Et 


20 


2 4 3 


Me 


N0 2 


(CH 2 ) 5 S0 2 CHXH 2 0H 




2 4 4 


Me 


NO, 


(CHzJsSOjCHXHXAc 




2 4 5 


Me 


N0 2 


(CH 2 ) 5 S0,CH,CH 2 0Bz 




2 4 6 


Me 


NO, 


(CH 2 ) 5 S0,CH,CH,0Bn 




2 4 7 


Me 


NO, 


(CH.JsSOXHXHjSH 


25 


2 4 8 


Me 


N0 2 


(CH 2 ) 5 SO,iPr 




2 4 9 


Me 


N0 2 


Hx 




2 5 0 


Me 


N0 2 


(CH 2 ) 6 0H 




2 5 1 


Me 


NO, 


(CH 2 ) 6 0Ac 
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o c o 
Z o Z 


Me 


N0 2 


(CH 2 ) 6 0Bn 


o c o 

2 5 3 


ii ^ 

Me 


N0 2 


(CH 2 ) 6 0Bz 


2 5 4 


Me 


N0 2 


(CH 2 ) 6 SH^ 


2 5 5 


Me 


N0 2 


CHXH (OH) CHXH 2 CHXH : , 


2 5 6 


Me 


N0 2 


CH 2 CH (OAc) CHXHXHXH :l 


2 5 7 


Me 


N0 2 


CHXH (OBz) CHXHXHXH 3 


2 5 8 


Me 


N0 2 


CH 2 CH (SH) CHXH 2 CHXR, 


2 5 9 


Me 


N0 2 


CH 2 CH (OH) CHXHXHXHXMe 


2 6 0 


Me 


N0 2 


(CH 2 ) 6 S0 2 Me 


2 6 1 


Me 


N0 2 


(CH,) fi S0 L £t 


2 6 2 


Me 


N0 2 


(CH 2 ) 6 S0XHXH 2 0H 


2 6 3 


Me 


N0 2 


(CH 2 ) 6 S0 2 CHXH,0Ac 


2 6 4 


Me 


N0 2 


(CH 2 ) 6 S0XHXH 2 OBz 


2 6 5 


Me 


N0 2 


(CH 2 ) 6 S0XHXH 2 0Bn 


2 6 6 


Me 


N0 2 


(CH 2 ) H S0 2 CH 2 CH2SH 


2 6 7 


Me 


N0 2 


(CH 2 ) 6 S0 2 iPr 


2 6 8 


Et 


N0 2 


Me 


2 6 9 


Et 


N0 2 


CH 2 0H 


2 7 0 


Et 


N0 2 


CH 2 0Ac 


2 7 1 


Et 


N0 2 


CH 2 0Bn 


2 7 2 


Et 


N0 2 


CH 2 0Bz 


2 7 3 


Et 


N0 2 


CH 2 SH 


2 7 4 


Et 


N0 2 


CH 2 S0 2 Me 


2 7 5 


Et 


N0 2 


CH 2 S0,Et 


2 7 6 


Et 


N0 2 


CH 2 S0XHXH 2 0H 


2 7 7 


Et 


N0 2 


CH 2 S0 2 CHXH 2 0Ac 


2 7 8 


Et 


N0 2 


Oi 2 S0 2 CH 2 CH 2 0Bz 


2 7 9 


Et 


N0 2 


CH^OXHXHXBn 
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2 8 0 


Et 


N0 2 


CH 2 S0 2 CH 2 CH 2 SH 




2 8 1 


Et 


N0 2 


CH 2 S0,Pr 




2 8 2 


Et 


N0 2 


CH.,SO,iPr 




2 8 3 


Et 


N0 2 


CH 2 S0 2 Bu 


5 


2 8 4 


Et 


N0 2 


CH,S0,Pn 




2 8 5 


Et 


N0 2 


CH,SO,Hx 




2 8 6 


Et 


N0 2 


CIi»OCar 




2 8 7 


Et 


N0 2 


CH 2 NHCO,Me 




2 8 8 


Et 


N0 2 


CH 2 NHC (S)OMe 


10 


2 8 9 


Et 


N0 2 


Et 




2 9 0 


Et 


N0 2 


CH,CH,0H 




O Q 1 


Ft 

Li U 


NO, 


CHXR,OAc 




2 9 2 


Ft 


N0 2 


QLCH.,OBn 




9 q ^ 


Ft 


N0 2 


CHXHoOBz 


15 


2 9 4 


Et 


N0 2 


CH 2 CH 2 SH 




2 9 5 


Et 


N0 2 


CH,CH 2 S0,Me 




2 9 6 


Et 


NO, 


CH 2 CH 2 S0 2 Et 




2 9 7 


Et 


N0 2 


CH 2 CH 2 S0 2 CH 2 CH 2 OH 




2 9 8 


Et 


N0 2 


CH 2 CHvS0.,CH 2 CH 2 0Ac 


20 


2 9 9 


Et 


NO, 


CH 2 CH 2 S0 2 CH,CH 2 OBz 




3 0 0 


Et 


NO, 


CH 2 CH 2 S0,CH,CH 2 0Bn 




3 0 1 


Et 


NO, 


CH 2 CH 2 S0 2 CH 2 CH 2 SH 




3 0 2 


bt 


1>U 2 


ru nj en p»- 




3 0 3 


Et 


N0 2 


CH 2 CH 2 S0 2 iPr 


25 


3 0 4 


Et 


N0 2 


CH 2 CH 2 S0,Bu 




3 0 5 


Et 


NO, 


CH 2 CH 2 S0 2 Pn 




3 0 6 


Et 


N0 2 


CH,CH,S0,Hx 




3 0 7 


Et 


N0 2 


CH 2 CH,0Car 
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3 0 8 


Et 


N0 2 


CH 2 CH,NHC0,Me 




3 0 9 


Et 


N0 2 


CH 2 CH,NHC(S)0Me 




3 10 


Et 


N0 2 


Pr 




3 11 


Et 


NO, 


CH,CH 2 CH,OH 


5 


3 12 


Et 


N0 2 


CH 2 CH 2 CH 2 OAc 




3 13 


Et 


NO, 


CH 2 CH 2 CH 2 OBn 




3 14 


Et 


NO, 


CH,CH 2 CH 2 OBz 




3 15 


Et 


N0 2 


CH 2 CH 2 CH,SH 




3 1 6 


Et 


NO, 


CH,CH(OH)CH : , 


10 


3 17 


Et 


N0 2 


CH 2 CH(OAc)CH :l 




3 18 


Et 


NO, 


CH,CH(OBz)CH, 




3 19 


Et 


NO, 


CH,CH(SH)CH, 




3 2 0 


Et 


NO, 


CH,CH(OH)CH 2 OMe 




3 2 1 


Et 


NO, 


CH 2 CH(OAc)CH 2 OMe 


15 


3 2 2 


Et 


N0 2 


CH,CH(OBz)CH 2 OMe 




3 2 3 


Et 


NO, 


CH 2 CH(SH)CH,OMe 




3 2 4 


Et 


NO, 


CH,CH(0H)CH,C1 




3 2 5 


Et 


N0 2 


CH 2 CH(0Ac)CH 2 Cl 




3 2 6 


Et 


N0 2 


CH,CH(OBz)CH 2 Cl 


20 


3 2 7 


Et 


NO, 


CH,01(SH)CH,C1 




3 2 8 


Et 


N0 2 


CH 2 CH (OH)CH,F 




3 2 9 


Et 


N0 2 


CH 2 CH,CH 2 S0 2 Me 




3 3 0 


Et 


NO, 


CH^CH^Et 




3 3 1 


Et 


NO, 


CH,CH(CH,)S0 2 Et 


25 


3 3 2 


Et 


NO, 


CH 2 CH 2 CH,S0 2 CH,CH 2 OH 




3 3 3 


Et 


N0 2 


CH,CH 2 CH,S0 2 CH 2 CH 2 OAc 




3 3 4 


Et 


NO, 


CH,CH 2 CH 2 S0 2 CH 2 CH 2 OBz 




3 3 5 


Et 


NO, 


CH 2 CH,CH 2 SO,CH 2 CH 2 OBn 
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3 3 6 


Et 


N0 2 


CH,CH 2 CH 2 S0 2 CH,CH,SH 




3 3 7 


Et 


NO; 


CH 2 CH 2 CH 2 SO,Pr 




3 3 8 


Et 


NO, 


CH 2 CH,CH.,SO,iPr 




3 3 9 


Et 


NO, 


CH,CH,CH,S0 2 Bu 


o 


3 4 0 


Et 


NO, 


CH,CH,CH,SO,Pn 




3 4 1 


Et 


NO, 


CH,CH 2 CH 2 SO,Hx 




3 4 2 


Et 


N0 2 


CH,CH 2 CH,NHCO,Me 




3 4 3 


Et 


N0 2 


CH,CH,CH 2 NHC(S)OMe 




3 4 4 


Et 


N0 2 


Bu 


10 


3 4 5 


Et 


NO, 


CH,CH 2 CH,.CH,0H 




3 4 6 


Et 


NO, 


CH,CH,CH 2 CH,0Ac 




3 4 7 


Et 


NO, 


CH 2 ai,CH 2 CH 2 0Bn 




3 4 8 


Et 


NO, 


CH 2 CH 2 CH,CH 2 OBz 




3 4 9 


Et 


N0 2 


CH 2 CH 2 CH 2 CH,SH 


15 


3 5 0 


Et 


N0 2 


CH 2 CH(0H)CH 2 CH :i 




3 5 1 


Et 


NO, 


CH,OT(OAc)ai,CHj 




3 5 2 


Et 


N0 2 


ffl 2 CH(0Bz)CH 2 CH 3 




3 5 3 


Et 


NO, 


ai,CH(SH)CHXB, 




3 5 4 


Et 


NO, 


CH 2 CH(OH)CH,CH 2 OMe 


20 


3 5 5 


Et 


NO, 


CH 2 CH 2 Ol 2 CH 2 S0 2 Me 




3 5 6 


Et 


NO, 


CT 2 CH 2 CH 2 CH,S0 2 Et 




3 5 7 


Et 


N0 2 


Ol 2 CH 2 CH 2 CH 2 S0 2 CH 2 CH 2 0H 




3 5 8 


Et 


NO, 


CH 2 CH 2 CH 2 CH,SO,CH 2 CH 2 0Ac 




3 5 9 


Et 


N0 2 


CH 2 CH 2 CH,ai 2 S0 2 CH 2 CH 2 OBz 


25 


3 6 0 


Et 


N0 2 


OT,CH 2 CHmSO,CH 2 CH 2 0Bn 




3 6 1 


Et 


NO, 


CH 2 CH 2 CH 2 CH,SO,CH,CH,SH 




3 6 2 


Et 


NO, 


CH 2 CH,CH 2 CH 2 S0 2 iPr 




3 6 3 


Et 


N0 2 


Pn 
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3 6 4 


Et 


NO, 


(Qi,) .OH 


3 6 5 


Et 


NO, 


(CH J -OAc 


3 6 6 


Et 


NO 


(PU ) ORn 


3 6 7 


Ft 


NO 


(PH ) -OR7 
\^n 2 / 


^ fi s 

O vj O 


Ft 


inu 2 


(PH ^ 
v^n 2 / 5 on 


q c q 

O D i7 


Ft 




ph ph (m-n ru ru ru 
L/n 2 iyn \\JnJ ^njUrljCna 


7 Pi 


Ft 


MO 


ph ph (ci&n} ru ru ru 


17 1 


Ft 

Cl 


1MU9 


ph ph /'nR'j'i ru ru ru 


"3 7 9 


Ft 


jnu 2 


ru ru (^u^s ph ru ru 


7 *3 


Ft 

C l 


INUo 


pu pu f ftf-rt pu pu pu pm^-v 


*3 7 .4 


Ft 

Cl 


INU 2 


(ru \ cn 


1 7 ^ 


Ft 
Cl 




/'ph \ cn f+ 


17ft 
O / D 


Ft 
Ct 


INU 2 


/ru \ cn pi 1 pit nu 

Vun 2 ,J 5OU20n 2 Cn 2 Un 


Q 7 *7 
O / f 


Cl 


MA 

i\U 2 


(nu \ cn m pu aa« 
kLH 2 ; 5 bU 2 tH 2 Ln 2 UAc 


1 7 R 
O / O 


Pt 
Cl 


INU 2 


/pu \ cn pu pu nn» 
VUn 2 y 5oU 2 Un 2 Ln 2 vJDZ 


Q 7 Q 


Ft 
Cl 


1NU 2 


fPH ^ on ph ru nRn 
vur^ 5oU 2 un2v»/n2Ui5n 


i £ n 
O o u 


Ft 
Cl 


1NU 2 


fPU < \ QPi PU PU QH 

^Cil 2 / 5oU 2 Ul 2 un2on 


1 R 1 
o O 1 


Ft 
Cl 


MH 
INU 2 


(ru \ CO i Pr 


1 ft 9 
o o ^ 


Ft 

C l 


NO. 


Hv 

JiA 


3 ft ^ 

o o o 


Ft 


NO 

nw 2 


(ru ) oh 

Von 2 y gun 


3 ft 4 

o o *~t 


Ft 


NO 


(PH ^ OA<- 


3 8 5 


Et 


N0 9 


(CHn) .-OBn 


3 8 6 


Et 


N0 2 


(CH 2 ) 6 0Bz 


3 8 7 


Et 


N0 2 


(CH 2 ) 6 SH 


3 8 8 


Et 


NG 2 


GH 2 ai(0H)CH,CH,CH 2 CH 3 


3 8 9 


Et 


N0 2 


CH,,CH(0Ac)CH,CH,CH,CH 3 


3 9 0 


Et 


N0 2 


CH 2 CH (OBz) CH 2 CH 2 CH 2 CH :) 


3 9 1 


Et 


N0 2 


CH,CH(SH)ai 2 CH 2 CH,CH 3 
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3 9 2 


Et 


N0 2 


CH,CH (OH) CH,CH,CH,CH,0Me 




3 9 3 


Et 


NO, 


(CH,)«SO,Me 




3 9 4 


Et 


NO, 


(CH,) 6 S0 2 Et 




3 9 5 


Et 


NO, 


(CH,)«S0,CH,CH 2 0H 


5 


3 9 6 


Et 


NO, 


(CH,) fi SO,CH,CH,OAc 




3 9 7 


Et 


NO, 


(CH 2 ) 6 S0,CH,CH,0Bz 




3 9 8 


Et 


NO, 


(CH 2 ) 6 S0,CH,CH,0Bn 




3 9 9 


Et 


NO, 


(CH 2 ) 6 SO,OT,CH,SH 




4 0 0 


Et 


N0 2 


(CH 2 ) K SO,iPr 


10 


4 0 1 


CH,OCar 


NO, 


H 




4 0 2 


CH,OCar 


NO, 


Me 




4 0 3 


CH 2 OCar 


N0 2 


Et 




4 04 


CH 2 CH,0Car 


N0 2 


H 




4 0 5 


CHjCHjOCar 


N0 2 


Me 


15 


4 0 6 


CH,CH 2 OCar 


N0 2 


Et 




4 0 7 


NOj 


H 


Me 




4 0 8 


N0 2 


H 


CH,OH 




4 0 9 


NO,, 


H 


CH,OAc 




4 10 


N0 2 


H 


CH 2 0Bn 


20 


4 11 


NO, 


H 


CH 2 0Bz 




4 12 


NO, 


H 


CH 2 SH 




4 13 


N0 2 


H 


CHsSO.Me 




4 1 4 


NOj, 


H 


CH 2 SO,Et 




4 15 


NO, 


H 


CHjSOXH.CHjOH 


25 


4 16 


N0 2 


H 






4 1 7 


N0 2 


H 


CHjSOaCH^CHaOBz 




4 1 8 


N0 2 


. H 


CH 2 SO,CH,CH,OBn 




4 19 


N0 2 


H 


CH 2 S0 2 CH,Ol 2 SH 
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4 2 0 

~ W 


NO 


u 
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fU CA 


4 2 1 


N0 2 


H 


fH SO 1 Pr 


4 9 9 

*-T £J 


NO 


u 
n 
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A 9 *3 
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MA 
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ru OA D~ 
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LH 2 bU 2 Hx 
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u 
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4 9 P 
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MA 

I\U 2 


u 
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CH 2 NHC0 2 Me 


4 £, / 


MA 


u 
n 


LH 2 NHL (b; OMe 


A O S3 


MA 


u 
n 


bt 


yl O Q 

4 z y 




H 


CH 2 CH 2 0H 


A Q A 
4 O U 


ma 
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CH 2 CH 2 0Ac 


4 *3 1 


nU 2 


u 
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au ru no,-. 


vl Q O 

4 O Z 


MA 
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CH 2 CH 2 0Bz 


/l Q Q 
4* O O 


ma 
INU 2 


Li 
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Un 2 lJi 2 on 
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MA 

INU 2 
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/~<LI n I r*/*V 11 

CH 2 CH 2 S0 2 Me 
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4 O O 


MA 


u 
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/l Q A 


MA 
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Ln 2 LH 2 bU 2 Ut,LH 2 UAc 
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MA 
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t O C7 


NO 
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H 


CH 2 CH 2 S0 2 Bu 


4 4 4 


N0 2 


H 


CH 2 CH..S0 2 Pn 


4 4 5 


N0 2 


H 


OT 2 CH 2 S0 2 Hx 


4 4 6 


N0 2 
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-T V I) K<7>«£ *>t£7 )Vi3 y&JRTVi' K ; W^iVT^ 

ELitMn. mm&tizmMt^M. mm. mm, ssttiia^'is^ a*. o°c 

1 0#7!/S3 BT'fcO. «T&w(i s 17!/Ml OB#P«TefcSo 

#enfe<b^4»i*» if, mi*, was*, * y * 7A^nvh^7 

WTU:a^SA-2lS£S5::£«Kffcg4& (Ia)£#Sr<b#-C*£3. 
15 (A-2IS) 

*xsj±, ^Figi***!** 43Han?S>sa\ (A-i) x-nbtitHt-SVo (III) £ 

(Ia)3r#SXg"C*>5. 

20 l#Krl£KJ&ifc<, ;£i&!2«c (#J?lii\ 'Aliphatic Nucleophilic Substitution", Hartsho 
rn, Cambridge University Press:Can>bridge(1973) , Chem. Soc. Rev., 19, 83(1990), Car 
bocation Chem. , 1, 121 (1989) #) <D^mz.mCXfft>tl^ 0 

*xe«3jft«aiRjE6tt, fiwsiwj:*)***^ efl*jw&«ESi s #e>n5 twT?*>n 

JfWrRj&i/jK % XitE<fi (^']xli\ "Protective Groups in Organic Synthesis", Gree 
25 ne, T.W. ; Wuts, P. G. M. John Wiley & Sons: New York, 1999.30 (O^m^ £Xftt>ft 

So 

(Bfc) 
(B-l) 
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<nfr<bmBl^bixZ>it£-V!} (iv) tR l *-Yb it&Vn (v) &M&-tZ>JMX* 

10 yucoj; o^^-^/w^ ; T-ir *=l-,vx-*f->\,>r b>-. ^fMy^th/', -TV* 

it&Vom ; T± b- h U/k -< h y /ktdj: ? b V/um ; *M7 5 K N, 

N-^fM/UA7? h\ N, N-i^y fvUT-fe: hT5 h\ N — ^ ^vl — 2 — tfc y 

15 v<Z>«fc5#*/u*4v'Km; t°y ^^fcifs- <v;;$s-e#5;^ ^fifl-li. TkXIifcfyv' 
«ffl$ii5)£Sttii LTli, 0iJx:ii\ *mit-f b y -7A S TK^bTJ V VJ*<n&ot£T^ 

* y &m*m{tv>) ■, mm-r b y mm* v t>j*<r> <t ? y &jsj^b£!£ ; t- k y £ 

20 fc°yv^ y^f^Ti y t°y ^^Jz ^/^m^S^; T>«T7M?£;Mf -5 r i 

0 O'CT-fc'y , JKSJCJi, 2 oris i 3 0°c-efo5 o 
25 i o ftnm 3S-efc^ {i, imio mntfo So 
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£•(4, B - 2 (Ia)«r»*wt*s-C**. 

5 (B-2IS) 

*xm(4, ^flHtSPttCt 1 . 4tfare*>5>i\ S&VM4 (B-l) X-nbtitz<k&® (V) 
StOtS tTflKftRiSSrm \ fcv^ XI4, |5]B#(^ £"Sia£; DTMSItR/S^T 9 ' fC 5 
(Ia)Sr»5XST?*»2>. 

io (cm) 

(C-l) 

(D*>f>S»lc»e>ix5<k^ft (vi) tR^-YiSrKJcSS.-fr, ffc^ (VII) Sr«aH-SXS 
15 ^.TMitA-lTMtmm^Uf^Mo 

7^- ^tc«to-ciE(-*Sisi-e#So - 

WT(C&^SC-2X&«rg5w£/,£<{b^ (lb) 
20 (C-2XS) 

#xmt4, ^fStt^^f. 4irf3re*>sa\ 3&VM4 (c-i) -emhntzik&Vo (vn) 
it&m (Ib) «r»sxm-c*>5o 
25 *h^^l^(4, teftuDijmmx-ft, * yv~¥v—)v<nm&tf> jacob^tc «t 

oTP^(*S<ftW#-*tilS2, 944, 061) $nT*5«9 » ^ - /U^ife^But ler <b t~ 4: o T 

H^(*s^##*js3 f 376,3n)£n-cv^ 0 *-<z>flL #j;ti4\ i?t Kb tr y s^>«**rf 

Sfl^^^^^GorlitzerbllctoT^^ (Pharmazie (1999), 54(12), 889-892) £HT 



WO 01/05400 



PCT/JPOO/04728 



-66- 

*5«5\ h^^C0^&^Hay?5{^J;o-CM^ (Bioorg. Med. Chem. Lett. (1999) 

, 9(15), 2237-2242) $*LT*3 0, V U ^^W-r^^^fe^Parveen^dcto 
TH)^ (Bioorg. Med. Chem. Lett. (1999), 9(15), 2031-2036) £tlX&«) , fn— /W££r# 
i"5W3lfr<73S!iiSfe^Aiiadlu^lI.«toTW^<Eur. J. Med. Chem. (1999), 34(3), 275-278) 
5 £tlX*3*>* *^>->ST'am$^^>^V^^^^^ftcOgl&^Everettb(Cj: 
oTH^(Bioorg. Med. Chem. Lett. (1999), 9(9), 1267-1272) ZtlX to «J , /»n yVgik 
^>i?VltS:'^r-r$»*fr, f !i ^>at**-*-5Ri»«:w»life*sShafiee5>JC«toT 

Hfl^CJ. Hetrocycl. Chem. (1998) , 35(3), 607-610) £KT:& 9 , 7!)-/^M'-/^if 
->S^rW-r6^J»^ii!fe7)5Bowden?5l^J:oT^^(Eur. J. Med. Chem. (1997), 32(12), 

10 995-1000) $tvT*3>9. S?** y 5 >«S:*i-.5l»i»ffW«HfeasBaji <b.(^<fc o-C^(Eur. J 
. Chem. (1997), 32(7-8), 637-650) ZtlXti t> , t Kb =*>>7 y — yUS^^-TSfl*^ 
SSjffi^^Arrendondo Iq 1^ «t otli (Bioorg. Med. Chem. Lett. (1996), 6(15), 1781-1784) 
**lt!80, 7x^7 5 KSSr^rt-5«**OMife*sShafieeC>lC.«toTl«^a Sci. Is 
lamic Repub. Iran(1995), 6(1), 25-8) &JvCfe <0 , T/l^/V^S&^i-SRiJHfcoaBfc 

15 ^Rao<biCj:oT^^:(J. Chem. Soc. Perkin Trans. 1 (1994), (17), 2399-2402) $ tlT*S 9 
» fc KB^^T^^/UTy-/uS^^5^#fr<oK?£^SFurlan^{Cj;orra^(^1#ff 
<&#-5§-EP535528) ZtlX&'Q. 0 9 9 9 AS^tt *»*frW«ffiaSBertolaF>lC «fc otgi* 
(E>C'IH4#I^F^Ii=^-EP490450) SiXTfc 0, T/U^r/U7 =: ~yUT '>/VR3Hfc0>»H&oSBu 

ndgaargd^tr J; oT^^(ffl^f i R^F?fi#^-W090/08128) $tlT*3 «J , 77^/^/^=^ 

20 ^v-S^rW-f-S^^^ffi^Rao^lC J; oT^tp: (Indian J. Chem. , Sect. B(1990),29 
B(ll), 1034-40) ^^1*3^ Nlt7$y^f^>/x- h^ffcWggffijiSJansenfetCj; 
ot^^dnt. J. Pharm. (1990), 58(2), 143-53) ZtLXlo *) x fc' D v^HSr^-rSftjgft: 
0^/J5Alcaldefj(Cj;oT^^(Farmaco (1989), 44(11), 1095-107) £tlX& <5 , -f-n 
&(D&&&mt:ft-0 9 hn=y/-/P • -tr^-^'y~-/UcOM^BufornP 3 iC c toT^(* 

25 H«HH S ##US492591) $iaTfe 9 % ^ fvHjfeg&rfflV ^5 v=y h y ^ y*— /-M7)fi!ifetfSBuforn 
?>{Cj:oTWI^(#H#fr##US4925952) ^tLTfcO, TA-^r U^7.;V7 =n— h &fflt\fcy 
hn^^y- . -fer^-^y— yUCOS^ffi^Bonnamas bl- J:oT^^(^®^ff#-§US4925949 
) £*VC*5!5\ T/l'^/P*/^— /U^i^S*^SK*flc<73«tfeasjohansenP>lC«toTHI 
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^(Int. J. Pharm. (1986), 32(2-3), 199-206) ^ftlTlo K> , V V ^m^-f^WM 

f*:C0Mife^Vermeerschibl-<toT^(Bull. Soc. Chim. Belg. (1985), 94(8), 591-6) £i\ 
X&V , L-^^-r-C >-^W(^M&75 5 ReinertlJ:or^(^^f^P?a#Wl40395) £ft 

5 74)$n"C*= 1 3> t Kn^i/T/W^/UT y— /L'S^W-fS^^^^^&^TessitoretC J: oT 
Fjfl^(^H^m^#-§-EP11657) £tlX& 0 , t Kb ^r^T^/UT V — ^**r*i-5«W 
ft:^i!fe^ScalescianilC J;oT^^(^^I^P?fi#Wl03100) £ftT*3«3 , T 5 7 Sf3S 
gcOJi^.^/U^^^&^Bundgaard^iC.to-cr^dnt. J. Pharm. (1984), 18(1-2), 
67-77) ZtlXte *) , >^ *vl^ U v-^ScO^^^/^^^&^Thorbeklblr JloTM 

10 ^(gWflfm^BS#W96870) $ttT*5 'J, 7!) — /u^v'HSr^rr^-^ hD-(S 
yU^^SIiffi^HofheinzIC J;o-CM*(et'J+H*fMiMI43t«EP81719) ZtlX& "9 . 
2^^<7)MjS/0 J BalesbldJ;o-rPjfl^(J. Chem. Soc, Chem. Comm. (1983), (8), 432-3) £*l 
T*50 , 1^7 4 vKfl^^SJ&^Whitefield^Jw «toT^^(^ffl^rF^F^#^<JB20977 
83) &*VC:f3«J, fc Kndry7;^;U7!J- /uS^r^-TS^^S^^Bononilr «t o"C^ 

15 ^(^^#-^084463012) $tltJ3 <9 . T/^^/^s^ xs/U^'/'SSrttSII 

^ -yU^-^f v-S^rWi" ^>^^c7DMfe^Winkelmann "biwcto "CUf^ 
(^H^rF<2>M#-^GB1541280, GB1 590974) £KT jo <9 . Ti? HT 5 K«ft:7 
^W-r-5fl^^SiJfe^Winkelmannib!;cfcoT^^(Arzneim. -Forsch. (1978). 28(5), 739 
-49)^nX*5<3, — s<*— bm&ft-i-ZMigfcRXft h'7i ? >*M^v'/l'M 

20 ^-r5SI^<75^&2) s Cavalleri<bil<to-Cr^^(J. Med. Chem. (1978), 21(8), 781-4)$ 
tlX&K). t K9v^>-S^^5^^ft:<7>^fe^Winkelmannib(w«to-tBH^(Arzneim. -For 
sch. (1977), 27(12), 2251-63) £tlX&<0 , 7x-;P*-/<^- M^tt52-= ho^ 5 
/U«3W*<0»jfe* s Cavalleri ^fCj;oTPl^(«^F#-5H)S41 13953) ^nTio^ , T 
vH^g£Wf<52-^ hn^ yU^jg^CDS^fe^Cavalleriibt-ctoTr^O. Med. 

25 Chem. (1977), 20(11), 1522-5) $ixt*5 0 . g&7^ J *->S&^t-51£«&f*0>SHfea s Wink 
elmanne.(Cj;oT^(7H:il4#ff : #-§ilS4031232) ^tlTfc*? % t Kn ^v-SSr^Tt"^-— h 
n-f 5 ^y-yl.^ft:^^Assandri^lCj;oTF^^(^ll#I^FJ#-^B1480192) $H 
0 , T/u^^*/u^-y^^->SSrWi-5^fr^)SJ&^Hoffer{c«toTBB^(^S# 
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I^M##GB1453417) Stl/CfcO , V >l££^5^ig#<a$gfeaSKreider b^«t ot 
H3^(^S^fFS-§HJS3910925, US3828056) ^ixT*3 9 . =¥SfSr^ftt LfcS?* h y y/— A* 
cD^&^FrankibfCj:oT^^(^a#f i F^:§fl#-^GB1493496) &tlXlo<0 s T;V*rU>tti/ 
KSrfflV^y h D-^VWwM&^Frankbi^ct oT^^(^Hm i R2>(^#^<;B1481349) $ 

5 nT*^, 7x^7 5 KS*^SR*#«7)MifedSHeerese.(wJ;oTHI*(*ia«IW-W 
S3928374) $*LT*5 9 » i^nnt KU >£rJ8W-;t/i'— ^y— /KO^&^Hoffer bid <fc 
oTH*(J. Med. Chero. (1974), 17(9), 1019-20) £*VC*S <9 , 1-y 5=vW-5-'f y tfyu- 
2-— ho-f $ ^V— yKDM&^Martin^iCj; oT^^(*S4#f ! F#-§iJS3828064) i^tirCfc *) 
% tf/Utf^W 5^5 KS^W^5^^<7)»^Rufer6(C < toT^^(^Hi»#f i F#-^US39 

10 66732) £nT*5«9, * - hMftS^S^-- h n-f 5 /MS*{*0>Mfe 

^Challier^(^J;oTr^(^IS#W : ^F^#-^B1352288) $iX-C*5'9, ^U^^-> K«fc 
«^fflV^f-y h n-^yWuco^&^MuhlbrodlC ioTrjfl^(^ll^f^F^S-i<JB1301225 
) Snx*5«P, 7x=/H: K7yVS^{iTyu^/uS5rW-T5.2-^ hn-f 5 ^y— /HRW 
frC0Krfe^Cavalleriib^J:oTF^7F:(J. Hetrocycle Chem. (1972), 9(5), 979-84) £*IT 

15 3o<9, #/HJ?j*-3F~>5 ^/US^^5M^O®ife755Papaioannoul^J;oT^7f:(^ll^ri : # 
-§-US3694452) $ *VC*J 0 , 7Vl"ir = /U££r*rf- 5»«fr<0»HfeaSHof f er b I w «fc o T§fl^ <* 
S#rF#-^US3652579) ^.h-T^J 1 ? , 2-^<Vv?/^^(7D®lfe^SHoff bt- <toT^(^I!|# 
3^M#^B1336228)£;h,T:J3»>, h n{L t Z<D'&<DM7kimiZ X Z>± 9 - 

yy— /KD§3?£/i s Jeanmart <b (C «fc otM/T (3*H«ffFi*IJI!#-5GB1278757) S*t"C*3 9 , ir £ 

20 — yy— ^St>*l-(2-^^yU~5-— h P-C 5 &*S—>V-\-4 A)7r?u/<J ^co^fe^jeanmart 
ib(Cj:oTM^:(^ll#rR2>^#-§<;B1278758) £*lT*5 9. 1, ^VU-2-= ho^*^/ 

— vuSt>'l, 4, 5- h y y ?yU-2-— >n-r> yy— /MOSjifoaSLancini <bMJ: oTH^^SIS 
flF&BH##GBl 114154) $iVC*5 0, - hD yS^-T 5^^S!ife^Kulsab{wJ:oTlig 
7jk (*IH4#ff #-*H!S371 1495) $ nX^J <0 . t K n dp- SM^^^fe/i^Chemerda 

25 (Cj;oTFjfl^(*H#f 4 F#-5§-US3584007) $ttT*59 , T^^yUSfg^^tL^-- h u<< ? 

WKfed«Lancini t!l<tot^(l77 y *«Hff^BB#-§-ZA6905670) £ft 

(J. Med. Chem. (1970), 13(5), 849-52) $ tlT*3 0 „ t h'n ^r->S^rWr 52-- h n-Y 5 



WO 01/05400 



PCT/JP00/O4728 



-69- 

yy-sUMmft<vm&frLancini tl:J;o« (^S^fW^S^Bl 229170) £ ft,X%> 0 , 
y^a^^{tT^^^&^ir^m^^W^Y.ajfezbiZ.X^Xm7^(Fsrm. Glas. (1969), 
25(2), 49-54) ^lltfc <0 , 4— < 7t" K-l, 2-v^ ^vW-5-— hDxf$ /K7)M?£/$*Hoffer 
(bJCto-CM^O. Heterocycle Chem. (1966), 3(4), 454-8) SftTV^So ) {Cipt-Cfcfc 
5 5rt^X'#5o 

#«W<rc&J*3R»ffl*ffl»J<aift4-7&llii: Ltlt ttlfftL ?V-J»ffl. 

#5) . IftJS^J (0>J^li\ 7=' t h'nM, tUf/HI, ^ hg£— h V <} J±<D 
/N*7t+'>5I.flf^ y7°n t/K f^-zwj; 9 47 s y — /^m&^f Z> - <t 

J: 3fc*T«ifi3S : m*ro«fc ?fc7 5 KSS&igJf 5 i <b ^T'# 5 ) , *<fe«3^J (^Jx 
li\ tj? y ^.^-is^W => — /K75 «t 9 fcSI^-T-fc'&ft ; #^3)5* f/HrA'B.- 
h U A> y&yuztf v-^n e/Hr/un — ^.(DJ: 9 &-t?A- □ — xm&W^if £ d 
20 , (#J;Ui\ if^-^fk. fLK, i5K<o «fc 9 ftfrMffi ; 

it, *-)lfoJ; ; ^ vgfz*it h !) ^a, f^^Mi- h V -7 ^<d 

25 ->7A, *®HtT>^-* A^J: 5 «:i*»f 5: <t^T?#S) . S*U ( 
#!;U3:\ 6fe7tyy, Tween60, Tween80, sftlb^ 5 7 ^ ^ , ?yo7, ? "tr y 

— ?UT 5: h\ tfV is x-?'l'l'l£itZ ^3'A7T7^^, 1,3^0^ 
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i/^^&mGffiffinx i f^mm ; #y ^x^, a sbr, ^/^rryyg 
y ^5=-u>-^ y ^ / j*^t y y ^i/^^ u:/^ y =i— /k # 

» ?&#J (^Jxfi\ /U, -Y Vfu;<J — /K K 3-7'^- y 3— /W, n- 

10 ^-^^f^T/^-zK ^p^5N>, Ky (#:/y A^Wt • ;&:/n^8fc)^y-fe 

y >«7)«t 9 tem*<b®)&mi? s r. , ^ej£fk#j (0»J;ti±\ ^ yyK 

y ^Wittai— ^/niiEK^- f p 7^, 7? y ^m-r v v vj»<n± ittmxLm* 

-v/uv ^y^^y^sf^y^Dt^, # y * y 

— ^/nKBft- h y * j: 9 ^m^itm^m-f 5 z. <t 5) , Rmm&m ( 
* / 9 * y v^/K y ^ y -t y #y Tf^v-cn^ ^'^^- ^-ry^T/^=I — 
2o yuoi — fyuroi "5 •<CJ«^{k'fr*S:a|t»f 5 r. £ tf*T-# 5) . ^^77>, #'*5S9 
% ^^^^60, ^^n>-80, if9f=->, 7'n^l//<7'<> > 

12, 14)^->-2-b lia*iszra\*/uyL-TA>^>&msm* ->y=i— 

25 Z<t^T'#5o 
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5 T, MMifcaJL-cSliti-*,, 

io s-g-swic, fe&i&ftni*xi*zti*tt^zmm*mmmwTiz.min^. 
ft&ftxte^ti&^m^zmm&timmwTi^mQL. 

HI CD Jo jELBfcfl? L 7c r£ $J brfc-dS <b SsflP U »€> n X liiHWfr 

20 U &^T-, *T3&iS# &flP;l, M.U #«S-frfco wixJL, jSME^AnS. 

m*$. &m^fttiix*^*>&mft^*tiax-®-i~t&M^fc'&* ^aiLxmrn 

y ^*#Jii, *T3bi**K * ^a-^BBSttaH&wdcti 
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— v^y? y— Att, fit§3*ic fftaau 7/u#y^£AD 
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^3^i7A, 7xy-/K *>'7>K»;jaai*5«t0 5 J!tMSieiJ*.lix tttK^fvi^n:.*. 

• * hD = ^/- /U(2gK Tween 80(lgK ^ n t° U =>— /K28gK V**s( 

69g) 

20 Kifcfrifc : efe!7-fe y >(;iflD»flli$ Lfc# kTween 80, 7°n fc? U->^ U =>— /kSW ho- 

25 ^-u^^y =«— /K4 g ) > aEB^^w^aog), afe!7-t u ^(6o g ). ^^(^a^ioogt 
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mmm3) *vm? u-ajw 

5 7vKl2E.0.)(0.5gh ^ll^v-ni^-u-^ir !)^x- 7VU(20E.O. ) (0.5g) % ir^/ 

-/K5g), *^>g£-tr5vu(5g), Sfflb^^wWSgK 5^n^(i g ), ^ y ± y ^ (5 g ) , 
l, =-/K5g), h yzn^y-A-r^ ^(5gh mm (2. 7 g) . MWfc 

M&ttik : tfV h*^Ty/i^-^K20E.0.K # y ^ u >i? h 

10 ^fTU/H- tvM12E.0.K ^f7^i, ir^/-/K >§Hr?vK ^85^97 

^ X&t/ $7n^7^70~75 c CCO?a^lZitft| L f_t§$:£«# L <b % ^ i> -fc 

ilv, 1, =«— A-Xtfh y^^y-yuT^>$r^?Lfc^Sr^70 c C<7>?g. 

mz&ib®^ < <o ma jfci^-cass*. > f n xf /-^sww^ ttM^ 

: * hox^/- /Kl.8g), >6£(2gK y >gft^ V a— ;Kl2g) % 

^y^v^ry >^y^-dr^^u>^y =>— /K3g), ^y ^v-^^u^-tr hxfTD^ 

^— 7VM12E.0. )(lgh ^y ^-drv-^^u^-tr h^f7U^x- -tvM20E.O.) (lgh 
20 — /K2g) , : ck^<yy A X5g), ^^vSeir^vMSgK /<7^=¥ v-^S#^^/K0. 3g) 

, v-y=*^(igh iyD^a.sg), i, 3-^F-u^y 3-/K7 g ), ?v-tv^(5g). ?k 
^fb^-hy^A(«), i£B£«l*h ^7K(^*^ioog<t^5») 

25 L, Tk^t^" h y ?i»-C"pH6.9l;L7t 0 Cix3r7StfB-Cfc<5*-r7 y / ^r7 y 

^y=i— ^/7r7!Jyt*!J^->xf-|/yy!j3-;K # y ^v/ai^U'Vi? 
TTV/^— 7VK12E.0.), /-Ky ^i/J.^-U'Vir H^^T yy^— ^K20E.O.), ir;?/ 
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: y hn^y-/- /Kl. 8g), n-^^ ^fi/^7/l/3-^(5g) > y :/^(5gK h 

5 yoi*/-^T5:>-(5gh MW)'<9 7 4 ^(I0g). x.zr' h&-->- b V ?A(0.25g), yy-ty 
XlOgh 7^— /K0.25gK i£g£(igftK M7k(^:*^100gt^-5fi) 

h y ^ y y — /i>t 5: ><^fi?^^£^70^o^(;i{£ t>jf # L&a* e> *$>o < 9 mtia 

«v# :p t hn^yy-,M2gK y >g£(4gh -fe*y-/KlgK # >J *^J/3L^ U>-t 

h^7"Ty/^-^yK20E.o.)(ig), h ym^y-ywT5v(o.2g). ^y-tyv(5g), -cy 

15 :/n/V-/Kio g ), ^S*(^A^l00g<!r^54) 

®?&i>*y h c=yy— /u&mw L/«ea s fcantaistt? u h y ^y y -^t 5 3s©7t<5.r>*y 
y-ty vo^iw?^^^ l/co w:4 o°c<7}r£jg(-?££PU -r y^o^y— /us:«aou 

20 (IBK«7) fl-fflp— >3>#J 

Sfl.^ : y hnziyy— /W(1.8g), n— JrWfisfrTiVzi— /U(lgh -feyy — ^(lg), tfy 
^Vif Wyt h7r7!i^x- 7vMl2E.O.) (lg). 1, Z-7*?-\sXf}) =»— /KlOg) 
, Tween 80(lgh * f^*'^ * TvMrA-n — ^v" h V ^A(lg), >f V7"n/V — /KlOg) , 

aR«3K(£*tf*ioog£fc5*) 
25 : 1 , 3 -y'^ y =— yi-St)^©7K(O^?^^^70 o C<DM{rllM U 

5*BEW^at^U/«cise»^ Ztuz.n — ^-y ^f->/u7^a-/u, iry y-/u».tf#y 

l^-fc h^f7D /i/ai— r/Kl2E. 0. ) <DMS»/W&$l70X:\ZVm Lfc^^o < <9 mfia 



WO 01/05400 



PCT/JP00/04728 



-76- 

Tween 80£;bDiSiS^Lfc^£^D£it7^ 1fo4![fC<7>mgtfc#i&&* 4 V zfu/<y — yu£i$o 

hn^^y-;K2g), >(5gh gSt»)^77 ^ >-(10g) . {f \) ± V >-(15g) , # 

5 /I'jR+i/^f/l^/UB-^t h V ?i*(5gh Wf>% h^<1.5g); B£{tffi$3(2gh Tween 80 
UgK i?7^>(5gh ^!)7^ y/H*M»y ?A(5g), ^©^(^ft^iOOgt/^-Sfi) 

10 , ^n;?5; h> v ^y-ty V&tHween 80^fi^ AOfizg-g-U £WC<D?SJg(;:flg L7i t 
^^«^D^L/j;75Se>^JD LfCo w^#btL/i«fr^^^|c 1 nrS/c 9 lOOOgT'SJl L« 
10cmXHcm(O^c#$|^8)TL/- (#ft:i4gfcfc 9 y h n /U£280mg^T) . 

(H««9) $*ttlttf*«l 

: * hv — Vy— /K2g), ^V^W >'B?y/nr*i'(0.5gK ^y^WVgf^!)^ 

15 ^^i^yyut--*>(o.5gh t^>?ft(igh yn^^hxig), -tf^^vdg), *^y> 
(i2 g ), y y y h y ^a(o. i5gh 1, 3-^u-v^y =— /M5 g ), ryy/ug^^ 
yV3oo(igh ^y ry y/nw h y ^A(5g), y ^ry y/ut* • ry yyu^n-r^/nn 

tfy-r-(3gh D-V/Ufh— /Ujfc(70ft)<50gK I5i(1.5g), IWk^V(lg), TKiWkT 
/W5^-7^^^A(0.25g), y7^t Ko^yh^xy(0.2g), 1 OOg <b # 

20 5ft) 

y»L, ifci^-c^y >MD-y;wtfh- /u-JBffl*Sr8saniL7^„ ::mcy * y vghf- 
* y ^Aat^se^oiswttsrjsttiu, ^v^-if v^-^&c^stk^^^^jd u sic 
y *ry y/ugg • zy y/nsin -^^uatfy-^— MSboLfc. ^ntc^yry y/ufc-t- h 
25 u 7^ u/i«9 f y7'y3 oo, ^tr/us tv^j/^A, i, 3-y^u^y 
1 -7 ^(nmi^mM^t^ y^-u^ >my^ w >mf*= y ^ y 
^j-is^v/istffis&mau y hn^y/-/K yn^ h xsm^^vnr Kn^-y 
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o 

ifl/yt h^f7!);n- 5vK20E.O.) (1.8g), V^m-7? V sU&tn 

^— (5g), ^ y ^f/U7^3- /M8gK ^=?^(20g), M3ASBR(37g), tfy^V 

(15g) 

tV^^^'A7^->^^, *977 ]);u@t- 7? yyU^n-=«jKl>^— , S B R^TX :y 

1 m 2 ^tz V 100gT'M5£ U 10cm x 14cm<0^:# $ Icg&fr Lfc (Wftl. Agfrtc K> * h 

a-yV-/l^28mg£^T) o 
1) fl-ffl&*8J 

: 7-=.?-/— /U(2gh tfU-V^y =i— /u (2 8 g) % 3r9 ? >$M?^vK5g) v Sfe 
20 ?i? U > (6.5 g) 

25 (HJS^l 2) ^fflifcsray 

y&j : ^-^y— / u(2g) s tVy^!) => — /MlOgh */Xf 7D y^U^Vxf 
u^i/y = -vu(5gh »it»K<77-f v(20gK 6fe!7i?y ^(60gh ^^(^A^lOOgift 
5*) 
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5 (KWJl 3) ftm?V-J»M 

: ^-^V-/Kl.8gK ^fjy >®K5gh ^y^v-^UVir h^f7U/Ux-f 
A-U2E. 0. ) (0. 5g) , ztf y ^v^^U-V-fe F^f7 U /U^— tvu(20E. 0. ) (0. 5g) , i?;? J — 
M5gh ^-^i?^-tr^K5g), oS6!j^9 7^^(5g), ^D?(lgh ;/yi?yW5gh 1 

, 3-^u>^y =i— /K5 g K hy^y-A-T^xsg), i&5& (2. 7 g ) % ^§7k( 

10 <£A^100g<t 

Mit^ft : jfttB-efcS^^Ty # LI. ^^u-^ir h ^^T V /U^— -tvK12E. 0. ) 

» rKy ^v-^^U^ir h^v^Ty/^— 7VK20E.O. ), ir^y— /K ^^gg-trfvK 

®tk, ^y-iry^ i, =<— ^x/hv^?;— ^r^i/vimm^tzm-m 

15 ^70°CCOjag{C«^^)o< ^^PLfc ^V^-C^tK, fs^/- /kftt«fiBW5*#Lfc. 
fift<C?fr*PLfc«, ig^^§§l^5lL, ^U-A^iJ^#7io 

(HM^Ji 4) ^ffl^ y-^j 

^yy-/Ki.8 g ), *^Ty^gg(3gh * y ^r7 y ^m<? y =»— /K4 g ) , 
20 fry ^^y ^v-^^-i/^i/y =— /Kig), 4f y ^-^-v-^-^U'^-fe h^^ryy^— 

/K12E. 0. ) (0. 5g) , /^y^^^U-^ir h^^T-yyu^— v"/K20E.O.)(0.5g) > ir^y — 
A-(5gh »l£«)/<7 7^^(10g), ^ >-^ir^/K5g) , ^^^^-=3r->M§^^(0.3g) 

, v-y^vdgh 5!yci^(i.5g), i, 3-^u>^y =>-^(7 g ), ^y-ty>(5gh * 

25 SBt^lfc : ^®7K, 1 , ^-/UW^" y ir y >-co^?^|r N ^-^V-A- 
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]) /U=il— yvKl2E. 0. ) , #V j&-*i/^3-\sl<'±. h^T7 y/Uoi— 7vK20E.0.) v ±? /— A- 

5 (Hlfe^Jl 5) y-A3j 

: /K2gh n *-TvvUTA-=i— /K5g) > ^f7U ^BE(5g) x h D =-9 

/-/U7S>(5gK »<7 7Vv (8g) s xfhilfH ?A(0.2gh 
Ogh f^e— yu(0.2gh ttlftGtt)'. 3RB*(^»i«100gt/i6») 

u -t? y >s:t>* h y ^ y — =: ^cnmnm^7o°c(Di^izm& \^tzt>(n&mt L<ea* e> 
< •? s&jd l^o *g»-epH6. 8i^mm uf_^, aeafi«jiw8i» l/^s hg£— -r v v v 

15 i6) we o— > a >m 

: yu(2gh ^^Ty>®E(3g), -tr*y-/Klg), #y sMrv'^u:/-!? 

f7!)/ux- X/K20E.0.) (0.5gh h U ^ 7 — AT 5 >(0. 2g) „ ^ U ir y > (5g) , 4 V~? 
as</— A(lOg), 3£f&*(£*7i s lbOg<k/.eS*) 

§S{it*"& : ± 9 J — A\ # y^v'J^l^-fc h>f7!)/l«- 7VK20E. 0. h *^T y V 
20 MRXFf-=-r-S-~ A£«#Lft;oS<b7JDiSBM¥U Ml- h y^y— ATS: sgBTkRO^ 

25 : Ml.Bg>s 4 VTP'V — A(10g), n-^^v-ATA^ — A(10g), 

-tr^y— A(5g), Tween 80<2g), 1, 3 -T? 1 I'V^ U =» — A(10g) , #AzK=*-vo< ^vHz 
;PD-^f h V ^A(3g) > ^®7K(^»^100g<t^S4) 

JSifcfclfe : n-^^^ATA^— A&tfir*/— A&anifilBMSU :i*i£r^®7k, #A 
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^->^^Vt/H3-^t h V *>J±, Tween 80, 1 , 3 l^y* V =» — A'RXff-^?''/ 

5 8) ff*«attft#J 

to : *f-=.?-S— yK2g) % *^-yy(5g), SEtt'*? 7 -i XlOg) . y* y ir y V(15g) , *>W? 
^->y f/^o- ^-f h U "7 -M5g) . y n ^ 5: h XI. 5g) . g£{kffi$b v (2g) , Tween 80(2g) 
, -t?9^(5gK tfV7fi})/u&rby'?J*t5g). OT^K(±:fi/5 5 100g<t^5S) 

io tcosrassD Lfc«, #*-y ^&*d;swmbcu m&BKtSEifc * 'J ^y y /h**- h y 

yV—A'* yny~ FX i/y-ty XS.t>Tween 80Srfft#. MttU *WC<75*£^lC|BgL 

JgL> 10cmX14cm<73:*:#£ (WftMgfcfr 9 ^yV— /U&280mg$f-gr#*-3) iC^Sffb. I£ 
15 WfflSrftfco 

(W'Jl 9) ^TKttte^ffJ 
to : f-=.yy— /K2gh ^-y ^-U"f ^y^t"^X0.5g), ^/^^y^yt^v'i 
^l/yy;U^>(0.Sg), t-v->tt(lg)~ hXlg), if^^Xlg). *t!)y(12g 

h y ^ y h y ->a(o. i5 g ), 1, 3-^i^yy =»-/K5gK r^u^vyv 

20 300(2g), ^y y/U^ h y ^A(5g), ^^7^y^-7^!i;l#n-yf/U3^i)v 
— (4gh D-y/Ut h-/M£(70%)(50gk iB5BKl.7gK Mit^fXlg). *&<t7/l>z.-}-? 
^i/>7A(0.25g), Fodr-y M^XO. 2g) , ^®*(^:ft^l00gi: ^2>») 

25 y y^Bfc* ry y/i^n-^^a^y-^— *«snu jEiczni-, xvt* y/usttv)) 
7^y/H»fyyy3 0o, icawkT/us^^^A, "i, 3-/f^!J3 

^^(Dijmtmvri&m^ y * yKy^t y y ^- w vktj? y ^f-# u-y 



WO 01/05400 



PCT/JPOO/04728 



-81 - 

^"JlOOOg-CSSgU 10cmX14cmcmcO^:#$ 14gfo/-l "9 ^— ^y— /W280mg^^-f 

(11^2 0) **^*/jtv^ftWt?W 
t8.jj : /K2gK i»/''77^y (8g) , -W^t KDJr->h^xy(0.2g), 

^n^? hv(ig). *y^77 y v$e#y =<— >M2gh jKy***^^- 

u^ir h^rry^x- tvK20E.O.) (1.8gK ^^7^ y /H£ • Ty* y A-^n - y -e— 
10 (5g), 5: y ^f^7;U3- (8g) .55^777?^ (SBf&Vl b LX) (20g) . -g-fifc 
3*ASBR777^^ mmab\^X) (3 7g) „ ^y^>-(15g) 

: ^-y*V— /K i'/f/l't Knify h/^^RU^^ a ^ 5: h ^^mW Ltt&htKl 

f7!)/n- 7VK20E.O. ) St* 5 y ^f/U7^3- /U^Px.T»Dfi^b/i 0 ^ 
15 Ty* y/Ugf- y;M»n-a^yv- , ^3 A77 y ^SO 1 S B RM77 

m- fc7^«5 100g-eJB3a6L, WtMVk. lOcmX 14cra<OT^# £ (##1. 4g*)/l 9 ^=.#9— /U&28 

20 (iufe0»j2 1 ) t\-m? \)-j*n 

^tj : /. A-(2gh ^ h y /K0. lg) % /nft^D^^-zl- (0.00 

5g) . *Er/XTTV >^£?V =>— /KlOg), -fc* y — /U(7g) , »<77^y (9g) , & 
£.•7-^:/ (3.5g) , 7°otVy^!J3-yi, (6.5g) , 7 $ V ^fiSEtShf" V V "/"-Mlg) * It 
*bk(£*a*i00g£/,eS*) 

25 m&fife ■■ ^;*t-t y >^i/y =*— a% t^y-^w i^77^^Rt;fifeytyyS: 

#*J85°C i^TJPig. L ft # P>dH* L, 7"ntky^!)3 — /K 7^U /H5ft^7- h V <> i*&t>1t $fek 
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mmm2 2) ^m? v-j^m 

>&Jf : (a)^ hn^^y-/K2g) > V K#-f V (0.05g) , ^ gM£7° U K- ✓ d > (0.0 

o&g) ;(b)*/xfry >i£^y =>— /Kiogh ir*y — ;M7 g h sei&^^-f v Og) , 

5 6&!7-t?y>- (3.5g) ;(c)^ntVy^l)3-/u (6.5g) , 7 ? V fr&BStt b V V A(lg) 
$m%'& : (b) *J$j85 < Ci::flDia L&ri* U (c) £^85°C(Cfl0ffi. Lftjo* bf£# Ltt^S: 

10 (H£tS0)J2 3) ^ffl* y— ajh 

*Jtfr : 5=--yV— yK2g) „ * p h V-^y—MO. lg) x p-^^— /u (0. 002 g 

) % ^7^f7!J ^Bt^lJ =■— ^KlOgh ir*/-M7gh ii^7 7^y (9g) . fife!7 
-ty^ (3.5g) , 7n(f^!) ^— (6.5g) , 9 ? y A-6li$87- h \) ?A(lgh *#$!bk 
(^ft^l00gi/«CS«) 

15 SB&#fe : ^/^ry >»^.y =— /k a\ ^ vRo^fe^-t? y 

/uRt^p tf^i/^u-^y — /u^7jnx/i„ ii^LT!tl$L/«C34 s 'b**]25 < C{r^nL. £D 

20 mmm 2 a) tvm * v - j»m 

®rfr : ^K2g), ^n7A7x^3-^ (O.OOlg) , S^gft h'nn/l/f/y (0.0 

01 g) , ^S^TV^mVV ^ (8g) . /K7g), 11^77^ (lOg) 

. £fe!7-fey> (3.5g) , 7'ntV^y3-;U (6.5g) , y <7 ]) jUfflBStf- b V V A (0. 8 
gh tt*i*<£*tf*100gi/j!5*> 
25 §B6#ifc: ^7^t7!J >«f^y -tr*/-/K »^77 ^ ^&t*6fi!7ir y ^Sr 

^85°C(cSPtaL^^«^Lf-'Lc^^DX, it^L^^-^V— /K 7D7A7i^ 
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imrn 2 5) v?*/hw 

40.^: (a) f^yy- /K3gh ^7iVt K7^(0.2g), (0.01gh 
ittfk*/u^ , o=:^A(0.2g); (b) ^-drv-^U-V^-U-r/WTyUa— /Uai— vvMlg) ; ( 
5 c ) Jt^yai^U^^y =— /H500 (6 g) , ^ y t^F->xf ^ y O 0 (2g) , E 

DTAlt hy *A(0.2g); (d) i?^n bTu^y a— (8g) ; (e) **B ; *6£{fc;>7 
y?-k(0. lg); (f) */U3j5^-«>tr=/usJ?U-^— (0.5gh **vHr/na — *(0.2gK ^SJtKC 
^S^100g<t^5ft) 

SifcfrB:: (f) (c) £»U (a) &fla;tfln»U # 

io wcs-ti-fc. &v^-e (d) (b) &MA.ffa6o a c<Diamizm}^M\^tii><n&muLtz e 

(?tffi0y2 6) *WB* y-Affl 

hn-^i/-yu(2g), t^T7P^!)3-/l' (10.4g) , ir^/-^ (7.3 

is g ) , Vim^y^^ Og) , 7'Dtvu/N7'<v (o.osg) , efe^-ty^ (3.5 g ) , y 

a £u>fV =— yu (6.5g) , 9 * y frWStf- h U ^^(lg)> ^^vw^'O (0.05g) 
, B8R<2g), W*bK(^**si0Ogi<t4*) 

: ^ ha-^v-/u (2 g ) , ^e/^^y ^y-try v(4 g ), ^y^->^u 

25 yy^y^-T^Mthy^^CTg)^ y^y^y^f^T^/il^^^y (2. 5g 

) , ^*smwm*s^9 ;—^t% K<4gK ^y^^^^y =»— /M5gh 1, 3^^> 
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(3liS#J2 8) i^/U#J 

: y hn^V— ;MlgK ^Uxfuy^y a-zU (8g) . ^7/U^>->f— /U^ y -7 

— (o.5g). /f/wt/wp-^(o.2g), t'uy/ii =i— yK5 g >; ^ y-tr y>(2 g ), ^y* 

drv-o-^-U^^-W/Hr^/^— fvKlgh >T y^n/NV— /K5g), TkK^ h y 
10 S) s ttm*(£5k&i00gt?*ZS) 

ft?£-£5 0 ^n^50°C(^4flL, IWLWSfe^n y =>— /URtW y -fc V 

flsLftasfczklWfr*- h U ^A^ADx, P H^6 . 8 irfc5«fc 5 IOW8tt-5o IfirttfCJCJWJ L 
15 yyn/V-;^M, ^25°C(^*nM^/^Sg(c«LfCo 

(HJ&#J2 9) tHRU 

: (a) y>n=yy— /K2g). ^n^5;h^(2g); ( b ) ^f7 y Vg£(2g) , 

fTDy^u =»— /Ki2g), ^/y-^TiT^ie^y ^^^L-^^y =»— M3gh ^y* 

^v^^u^-fe Mf7!J;ux- tvW(12E.0.) (lg), # y \s>"te h^f7!J;ux 

20 — 7^/K20E.O.) (lg). ir^/— /u(2g), (8 g) ; (c) 1,3-7^ 

1)3- /K7g)\ ^yiry^(5g), »9bK(^ft^ioogi/j;5») 

SSHt^fe: (b) *#*j75 , C{C«»iWaELyt« ^HIC, (c) ^75ti:Jg)!®liLfc few* 

25 («^J3 0) fl-ffiy y-AJW 

(a) y hn=*V— /U(2gh y K# V (0. 05g) , ^mmSt? ^ K= V* b ^ (0. 00 

5g) ; (b) -RE-y^^ry >-^^y =— /Kiogh -t^y— /K7gh gttb^^w^Og), e 

fe!7i?y V(3.5g) ; (c) zfv h° U y = -/U(6. 5g) , 9 ? y /HJffifr*- V V V -Mlg) * ** 
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mm^fc : ( b ) &m85°cimmmm tt„ ( c y *m5°cimmmm i.tzt><Dtt 
5 (HJSp'j 3D ^ ^ y - a^j 

(a) * Hb = //- /K2.5g), ^ h at'/-/K0. lg) ; (b) Xf7U >-$K5g) . 
7r7!J^7^3- /U(5g), mh^vy-f W5gK 5 U^fy^y^n fcVu(lg), 
60 (lg) , ^t— /K0.2g) ; (c) Tween60(0.5g), 7"a fc° !) a— /K5g) » h V 

J— JVT% :/(0.4gk ^^Tk^S^lOOg.!:^*) 

io sMB^ife: (b) &ms°ciz.mmmmLtz 0 ( c ) ^85 o cirrgft?fasL/ct>o^ 
<^j£^j3 2) nm*v-j»m 

®Jj : ( a ) * h a - (3g) , f-< 5 KR=*ft4» (0. lg) „ 7 s U K=- (0. OOlg) 

15 ; (b) ^r/^TTV a— /K5gK #U ^v-^^l^^ir^/U:*.— x/W2gh 

ir*y-/K6gh fifel7-fey X5g), ««ft^77-f ^(5g)» hi) (tfT/y/HJWJ^'ni^K)*' 

(5g) % * ^vu K5* vvi' (3g) , / ^7 a f/U (0. 1 g) 

; (c) ^ntuy^!J3-/l/(5g), '^tt-s&MMM* 5vK0. lg) , ^®7k(^#^ 5 100 

20 Mit^fe: (b) Sr#fiB5 , ClCj$«EBB6 U/^, -WC (c) &#|85TC(3&A¥WIS L*: h<D* 
mWLte&bmaU fc^r- (a) SrSanUi. ig^irrs^L/<e^e»^25°croMlc^in 

(HJ60ij3 3) tvmwrnm 

(a) t< ho = ^- /K2g), ^ o ^ 5: h Xlg) , 7;^ny/ay7t h-K(0.0 
25 Olg) ; (b) 6fe!7-tr!) V(45g), — >M20gh V is ~>1b(5g) 

s Tween80(2g) , ffiWv<77 4 W5g) > /^^S/gc&SBfc/n fcVMO. 1 g) ; ( c ) '<=7* 
**>5&JMH*> *vK0. lg) , ^tK( <i*#100g<t #54) 

RiS^fe: (b) &m&ClzmtmBLl>tLo ^.tll^ (c) ^aWC^j^gLfCbGD^ 
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(^J£^J3 4) fl-TO^Sy 

to: (a) ^ hnr^V-/K2gh t^Mv^i^t: K7^(0.2g)\ y V(0. lg) ; 

5 (b) ^TV /^TjU=2— /K7g), ir^y— /K3g). 6fe!7-fer U X30g) , ^/^fTlJy 
K^-y ^-/KlOg), *^V80(1.5gh il!)^77^y(5g) ; (c) 7v tf y =>-/M 
5g), Tween80(lgh ^@7K (^ft^lOOgt 

Sfit^fc: (c) ^85°Cf^?IiML/Co ^ixU, (b) ^85°C(r Lfc fc W^Jg^L/^ 

10 ^IgiCggifeL^ 

(H*£#'J3 5) fl-ffl*k«£>J 
to: (a) ^ hD^^y-/K2g), S!t^V^^^->^(0.005g) ; (b) ^ / V ^ 

g£^y =i— /Ki5g), */^f7!l y^|)t^->xfL^y/!J =>— /K3g), # y ;*-=*->^ 
^-U>~tr F^fTU/Wx- x>M2gh -tr<?y— ;K5gK $yn?(5g), 6fe!7ir y >"(20g) 

15 (c) m^i^Mtnoogt^^A) 

Wmfife : (c) ^JWCICH^ Ltz. a (b) £^85^ (C Lf::t><75£«# b&ri^SJs 

}JPU #^-C (a) ^^?JDLf- 0 Jg^«^ff^L^^ib^25 0 C^a^iC^iJl^. ilS^SI 

(H*SF'J3 6) n-v/H^J 

20 to: (a) hn^V-;M2gh «6£^ * * y>(0. 005g) , C*-*-jA-/K0."Q5g) 
; (b) ^f7yyi(2g), ir^/-/Kl.5g), y-feU W4g), **?7X5gh fy(* 
:/y/H£« ^n^D^DtP >-(2g). ^/^-W^y/Hr^X2g). ^y^U^ 
y =3— ,K5g) ; (c) v^ntfl/^y =i— /K5gh b y ^ y _ ,u T ^ ^( 0 , 7g ) , ffgjl* 
(60g) ; (d) ^y^D/V- (lOg) „ ^TKC^S^lOOgt^Sfi) 

25 «!it*Jfe: (c) Sr*b75 , C{Z*»BBIiELfc. rW:, (b) ^75°Ci^ftf^ LfctcD&lf 
#LfcdSb«arau fc^T (a) &WLt„ ig^t^f^t^b^40°CCOMtC^^ 
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(a) y ha-^V-/K3gh 9 n ? 5 hXlg), ~f U K— -/ a > (0. 05g) ; (b) D 

-y;Ut* h— /K70%) (30g), flffibkOg), tf^y V(13gh SMfcf^Xlg) ; (c) -fc?7^> 

(lgh WM7K(4g) ; (d) y*y VgghKhy (O.lg) . ffiSWc(lg) ; (e) tfyryy 

lgh *SMtTyu5^-r^^^A(o.25g) % ^/2f-W^B£y;n^v(o.5gh 
^^y^-^v-^^U-vyyUt'^Vto.Sg) ; (f) D-y/UtT h— /K70%) (14gK v?^f/Ut 
Kndf-v- h^^i>-(0.2g) ; (g) y ^7^ li /U«fc • Ty y /Hfcn-'^'fvl'aJi? V (3g) ; ( 
h) D-y/Uf h— yu(70%) (4.9g). il^SKl.5g) 

io (Hifefrjfe : (b) £^4o°cicrg8¥f^ Lf-„ :nc, (d) &m6o°cizmmmw.i.tzi)<D$: 

»j$L^f)®)DU JJc^-C (c) , JElw (g) *jS»DUfco wtUcCamtMe)*:^^ 
L^t>WSrjS»DU ftl ^-(f) ^PifM l/i^ ^ ( h ) Lf o®0 Lf: 0 »e>ftfc**14 
g^rlOcraX HcmcmCO^flTlCllS— I^M* LBfif+ffJSrW/i. 
(H^F'J 3 8 ) I£tt#J (7°^* * -jSflJ) 
15 (a) y hn^yV-vK3g). -f V Ky ^~>^(lg) ; (b) jBK77-f W7gh 5 

y ^^law y tvuog) , # y ^xisg) , 1, 3*0* is^&m&m%(.26g) ; ( c 

) ^-y ^f7y **i/xf^yyyu^ V(1.5gh BHfcSEf&<3g), SWkf"^^ (2g 

) „ C^/^vUfc: Ka^r-> hA' 31 >(0.2g), y n y ~ h^(lg) ; (d) 77^-y^(6g) ; (e) 
Jzit!i=rA?Ty*X<BaBftb Lt) (15gh ^rit^ASBRdBJI^t LT) (17g) ; (f) yy 

20 -t y ^(o.25gh ft»*(ig), #y ry VAj&tr b v -7.M0.05g) 

(b) zmiotx-m^mmu motizm&Ltio z\tuz. to&mMwx: 

l-WBESL (c)RtP (d) ^^LZ-fctD^^JPLf-o W=.fli#Lfta*fe, (f)£jS»DU #J7 
0tt'(e) SrSam LTto #btLfc«i$14g^l0cmX l4cmcmW5FaWftlC*S— jcjfcft LBAftffJSrW 

fee 

25 (H«S0ij3 9) v^A-#J 

«L7J : (a) y h a =yV-/M3g) „ SKi/7i>t K9 5>(0.5gh ^ y X0. Olg 

) ; (b) ^y^^^^v^-i^^/PT^^— /i^— x^Kig) ; (c) # y ^ u>y*y 

= — /M500(6gh 4fy ^-^^31^-U^yy 3— yM00(2g), EDTAZli- h y -7.M0.2g) ; (d 



WO 01/05400 



PCT/JP00/04728 



- 88 - 

) i^Dtfi/^!)a-/K8g) ; (e) *BJKfc#y *A(o.lg) ; (f) #/U#*->fc'=.yUaK 
y-^— (0. 5gh *fvu-fc/un— *(o. 2gh «f«bk(^*o5l00gt <e5i) 
Mjt^fe : (f) {C*»$-frfc«( c ) &ma U &^T*(a) **PxJ)PiBLTiS» • 

■tirfc. ifilc, (d) Ic (b) *3ta*.«%tfC{cft^iWWUytt>©S:JDit^„ Sir. tt#L& 

(nai«»j4 y-A#j 

: (a) ^-yy-/Kig), OT^i7 , U K-yn^(0.005g) ; (b) ^7^f7!i 

^^y^-^KSg), ir*/— /K7g), aatt/^7.7^xiog), e&r^-try W3.5 g ) ; (c 

) ^nfuv^y =r-/K6.5g), 7^y/HKK-^hy^^(lg). filfiK?k(£*a«100g£/j:S 
10 *)„ 

(b) ^85°CI^?^L7t 0 Z.ixlZ^ (c) &jK)85lCl::«^SL;fcfc<Z>* 

(msfli4 i) 

15 : (a) ^-^y— /K2.5g), ^SfT-fef7^^V(0.02g); RUf-TV K-V n >(o. 001) 

; (b) *y^f7U >mjfV zj— /K5g), ^U^-^ri/^^U>(23)-tr^/^— 7VU(2gh 

/K5g). 6£!7ir y >(3.5g), aafr/^^w ^(5g) » ?^f^y/nf/l/(5 
g)> *^>K^-*^vU Kr^uGg) , /^^i^SfcASBI^o fcVMO. 15g) ; ( c) •? 
a t°ls>Jfy =-/u(7g) v /^^^Ifg^f/waiSg), 8s@*(£*JJSl00gi:#-5fi 
20 )„ 

»ss*fe: (b) =tm5X:izmmm^tz 0 ztuz^ ( c ) sr^ss'ciciswwiSEL^to*' 
■(IUSW4 2) ^ y-i^j 

25 : (a) ^-^y-/U(2.0g), h (0. 05g) . ( b ) y >®K5g) , X 

f7!)^7;U3- /K5g), 7 ^(5gh * y ^^■^-l' V^a fcVKlgh 

(1.2gh ^E— /K0.2g) ; (c) y-f— V60(0.7g), 7"ofUy^y 3-^(6^, hy^ 

y— ^5:^(0. 4 g ), «§fcfc(£*asioog£/j:.5*) 0 
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(HK0ij4 3) * 

5 ft.*- : (a) y y— /K2. Og) , trVu(0. 2g) ; (b) -X^T y VBft(5g) , ^7~T 

DfrT/ls^— /K5g), M^9:7^ >(5gh 5 H^^vef-C y^n fc*/Klg), *^>60(1. 2 
g), /K0.2g) ; (c) ^-V60(0.7g), ynkVv^!J3-yK6g), 

yUT 5 WO. 4g) % «flK*(£*flSlObg£ fcS*) . 

^3t*& : ( b ) tttiBEFClzMmam LTio mid. ( c ) £#}85°C(Cigfi¥!ES LfcfeO* 
10 JWPL*i«5>W»U »CV*-e (a) £gs*QL/i 0 igftfcttClit # L&*S e>#)25<C<75SJ£ICi££fl 

(«0>J4 4) WBIWRFJ 

(a) f-z-PV— /K2gh a 7^-f?-r h y £ A(0. 05gh ^n^ShXlgh 
yVl^W a VTir h- K(0.001g); (b) V V(45g) , ir*y— /K20g), tfy* 

15 **/xfU^Wtf7->tt(Sg), y-f— 0(2gh 906^<7 7^^(5e> x 

f»/n fcT/KO. lg) ; (c) '*7**~>&&&m*?-M0, lg), ^®7k(±ft^l00g(C&5S 
). 

S8it^&: (b) *#S«5 < ClCig»aM| Lfc c ~ix^ (c) *#b85 < C{^»WfELfct>«>Sr 

«H*L^se>asaou (a) ^»Lfc 0 ig^(rJs#L^^p 5 ^25 o c^ag(^*p 

20 anSfc^SUSa&Lfc. 
(SUS0ij4 5) fl-ffl&ffSy 

(a) /K2gK #]*Ml83*fcH*S(lgh ifiSf^a^t 5 W0.2g), U 

Ktf-fXO. lg); (b) ^TyA-TA^— /K7g), ir y — A- (3g) , 6fe7ir U X30g) , 
^/Xf7!) V^^y =i— /KlOgk *'^80(1.5g), jjftit^^XSg); (c) /ntl/ 
25 >i/y /K5g), Tween80(lgh M&fc(£M&100gk 0 

mm^m: (c) &*b85t;iCi&#IW6Lfco (b) ^85 0 ClrL^t<0^r^L^ 
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: (a) ^^V-/M2g), WO*? V*-*"f is ^(0.005g); (b) * / XrT 
y =a— ;U(15g), *£S*77 V ^voi^u-v^y =i— /u(3g), tf})3r*ci/3L?-\s 

Vir h^rryyn- 7vK2gK -tr^y— /K5g)„ 5^o^(5g), 6fe!7-tr y >-(20g) ; (c 
5 ) fK«*<£*;oSlOQg£ft3*) 0 

SSifcfcife: (c) ^85°CICHSL^ rtllC, (b) ^85 0 C^L^tW^m^L/,e^^^ 
J&DU i^T* (a) ^J0Lfc o L*^t^25t(7)?^l:M> 

\mM&\4 7) D-v-a 

10 M : (a) ^=-^V— A-(2g), / 7 n (0. 005g) , * n h y -v ;/— /K0. 05g) ; ( 

b) ^^Ty>Se(2g) x ir^y— /Kl.5g), efe^iry >-(4g), x^!7 7y(5g), i-y(# 
^y/^- *zfa^m)snj± y y(2 g ), ^ty ;*-u--f v&yA-e^(2g) N ^y^^u^^ 

y=i— /w(5g); (c) v^n t°l/>^y =— /K5gK h y ^ y-A-T 5 >(0.7gK *f&bK( 

60g) ; (a) >r y^o^y— /Kiog), »8Wc(^»*sibogt<j:s*)o 

15 StJfcfrife: (c) £^70 < tlOgfi¥SII3gLfc o ZiXf^ (b) £*Wt{dgfl¥f^Lfc<b<0&* 
ttLfcas^SSflOU 8cwc (a) SrWbBLfc. aHKtoirjftfli Lfc# 

, (d) 4r«S*0U m^L^^^CIC^aiL^ 4tfcu-> 3 >^«1S/J:5US«» 

20 : (a) ^=yy*— /K3g), ?n^> hXlgh ^ 1/ h'^/n >(0. 05g) ; (b) D-y/U 

tf h-/K70%)(30g). fl!fjfc*c(9g), ^^-y>-(13g), BEfb^^Xlg); (c) -tf^Vdgh 
»8bK(4g); (d) *?V>W?TbV ^A(O.lg), -fffflbkUg); (e) #D7^U/Pithy 
?-M5gh y/U^V^^OOClg), 7 f Dtuyyy3-;K5g) > t^iy?ft(lg) x tK^ 

{bT^?^^v">A(o. 25g). ^y^-w^y/utr^^co.Sg), ^y^w ^®e#y 

25 ^•^r:y^U^y/Hr^X0.5g); (f) D-V/Uf h— /K70%) (14g) , ^7*f/H: Kn^y 
h/P^V(0.2g); (g) ^?7^!i/l#-7^y;V®n-^3^yv-(3g); (h) D-y 

^tr h — /u (70%) (4. 9g) , jg^st (i . 5 g ) o 
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i><D&mULtc 0 (c) SraymU ftttUMSfc (g) SrSSflULfc. (a) 

XT* (e) &A<»aLfcfc<Z>«:t6i»DU (f) Sr^Dx.. flB*L<ea«e> (h) &mtttZ> 0 
^CfcWftW 5 *>14g**9 , lOcmX 14aDWftlw*&— <w»* LIAftS!lSr#fco 
(Hlfefiaj 4 9 ) fl£ft»l (7*7 * * -»J) 

5 (a) /K3g), -f > K> * ~»(lg) ; (b) »<7 7 w X7gh 5 y * 

^tiM y-7°P e/K3g) , Ttfy y^VdSgh l, 3^^^^#fi-g-#Nig(26g); (c) 

/ y y ^-dr->m^ u> y/u t XI. 5g) . ' ®Hfcffif&(3g) , mtf? X2g) , 

•^y^ut KD=^->H/^V(0.2g), *n*5 hXlg); (d) *t!Jy(6g); (e) ^ 
ztj*?Tv*X V&m&kLX) (15gh ^^SBR (I^t Ut) (17g) ; (f) ^ 

io y y xo. 25g) . *t*izk(ig), ^ur^y/uiH- hy ^A(o.o5g). 

Mig^fe: (b) lOWj&g-C'jg'&lgifl? LtfWCClI U (a) £SJs2>0 U *-J70^Ofi 
ft-e(e) Sr«3!JD Lfc„ £ CycWfr^^^^^Ji^^iClm 2 ^^ 9 lOOg-CJgJfi U lOcmX 14c 

is (HMs«ijso) y-A^j 

(a) ^--yV— /Klg), ?7>vK0.02gK SftRK7'^K= , /ny(0. 

005g) ; (b) ^/^r7y^!i-3r,/u(8g), ir^y— /K7g). ijftWK<7 7 4 XlOg) „ 
Sfe!7-try >(3.5g) ; (c) 7° n bf U is ;/ y => — /K6. 5g) , 7 * V Mtittt V V •> A (lg) % 

mm* (±&& loog t & 5 *) „ 

20 Mifefrjfe: (b) *#?j85t:{wig»PBlELfco ZtllZ^ (c) «r*5j85 < C{w»««SELfct>OSr 

«#Lfca*?>85»ou &«^-c- (a) Srgabnufco a^{wtt^u^^ib^25t:c)ia^f^in 

(HJE0iJ5 l) y-A^J 

: ^ ho— ^v— /K2g), ^y^fr y ^awy =»— /MiogK /K7gh Bfttft 

25 /^77^V (9g) . Sfe!7-tryv (3.5g) . ^ctVy^yn-^ (6.5g) . 9*!/^ 
BSSfT" h y *A(lgK ««bK(^»^100gt<C5ft) 

: ^tt y y^yy ^-^k vk sie«i^7 7w ^s.t/6£.!7i? y 
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(mmm5 2) n-m? v—mm 

to: (a)> bu=^# , y?—/U(Q.5g);(b)*c/XTTV =»— /KlOg), ir^/— yK7g) 

5 , aE»^77W^ (9g) , Sfel7irU> (3.5g) ;(c)yntfu>^y 3 -/u (6.5g) , 
y^V^mk-i- bV *A(igh «»bk(£*d«iOOg£fcS*) 

(b) &*&85t;fc«««RLfc. ^tUC, (c) £^85 0 C(^?lS^L/-k<£>£ 

10 (UttftRJ 53) ^ffl * y - 

to : (a)f=//- /U(0.5g);(b)^7 ^fTV V^y =1— /KlOgh -fe^y— /U(7g), jjS 
ll^77^y (9g) , Sfe^-ty^ (3.5g) iWT'ntVy^Un-yU (6.5g) , 7-7 

m&Um : (b) &jfc8TCl;:*#HSELfc.. d*U^ (c) ^85°C!^ft?H^L7c:'bC0^ 

(^JS0*J5 4) f\-m?v-j*m 

to: (a)y ha^V-,Kl.5gh ^ h 3 1 /-/K0. lg) ; (b) * / 7 !i 9 3- 

;M5g), ^y^-=¥->^^-l/^(23)-fe^u^-7"/K2g), ^f7y>g[(0.5g), -fe^y— /K5 

20 g), afe!7-tr y >(3.5g), jjftib^^^w^ (5 g ) % $ y^.^->^y^ntvK5g), 5: y 

^^■V-Bf^-^^u K^A'Og); ^7^->^Sf^o tVKO. 15g) ; (c)^n t°U>^y 
=»— ^ (7g) , ^7t^f'>$,|fK^ ^vMO. 15gK ^TR^fiTS^lOOgt^S*) 
jKJt^fe: (b) &fa85t;{£««WSE l/fc 0 £*U^ (c) %m5X:izMffi%m Ltzi>(D$: 

25 114«8i:tl%Lt. 

(mm 5 5) n.m*v-j»m 

to: (a)^— >U(1.5g) % 7h3t/-;H0. lg); (b)^/^f7 U /K5g 
h ^y ^-*v^^ i^^(23) ir^-/u^— x/K2g), xr7!Jyif(o.5g) > -fe^y— /u(5g). 
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efe!7-fey^(3.5g), msb**??*^ (5 g ) . 5 D^fy^y^n tvKsgh sy*^ 

* 5vU Kf'^ (3g) , / < y n tVP (0. 1 5g) ; (c) 7° n t° U > V V ^ — 

(7g) % J-J^iO. 15gK ^@7k(£S/5*100g<t&-5*) 

(b) ^85°C(l^?li^L/Cc mil, (c) £^85°Cl^g)&fJI&Lf;:t>tf>£ 

(HJS0iJ5 6) y-A^J 

: (aM hDs^'Z- /M3gh yyU^u^-y-~>V(0.2g);(b)^7 i Ty >^(5g), 
UyUT/U=»^K5g), 7 V (5g) , 5 y^Vg^M' fyKlg), */O60( 

10 1.2g), f-*— /K0.2g) ;(c)Tween60 (0. 7g) , f y => — /K6g) , hiJx^y- 

^7 5>(0.4g), flt«bK(±*rt s 100g£fc5*) 

8Hfcfrife: (b) &&8S?Clz.1&fflm L7t 0 :i*UC, (c) ^^85°C(c^flS Lfc -b L 

15 57) n-m * y - 

*a;fr: (a) ^--^V— /K3g), 7 /W7 d (0. 2g) ; (b) ^T7 y >K(5g) , ^r7!l^ 

Tvl^— /K5gh ffiSh'iyy j ^ (5-g)- v -5 y V7°d tVKlg), */O60(1.2g 

h ^E— /K0.2g); (c)Tween60 (0.7g) % 7°u \£\s^<f V =»— /K6g) , h V / — A"T 
$>-(0.4g), tt»bJc<£*#100g£fcS*) 
20 ®iat^fe:(b)^^85 0 C{Cjgfi?|)ISL^ 0 CtU^ (c) &il985t:tCj8i¥BH8 L*lt>tf>2rif # L 

(IB60U5 8) ^ffl$fc##J 

: (a)^ hn=.yy- A-(2gh ^D7it^tM) (0.1 g) ; (b) 6 y >-(45g) 

25 , ir^/— A-(20gk #y ^->^^l/>SfLfc^v"ffi(5g), Tween80(2gh 

g) , WW^<9 ^ ^ > (5 g ) . y<=7 ^.Ifi^B bT/P (0. lg) ; (c) /"«9**S^cA«fc 
^ ^/U (0. lg) , (£*^100g t * £*) 

*ISt*fe: (b) **5j85t:{cS»PJ» Lfc 0 Ztll^ (c) £#J85°Ct^?f!g L*: fc<0£*t# L- 



WO 01/05400 



PCT/JP00/04728 



-94 - 

to: (a)^-^y-/K2g), ^B7xt^th!l -7 -MO. lg);(b)Sfe!7-feD^(45g), ir 

/K20gK JHy**i'3i^U'>B!{tt-^*>ift(5g), Tween80(2gh * a * ^ HW3gK 
ii/^7^y (5g) , /N^^-=5f->^.i-»^a tVKO. lg);(c)^7^=^>£S#&y^- 
/K0. lg), ^S*(£:*7} 5 l00g<fc&5*) 

Si^fe: (b) *m5°c\z.mmm. l/-„ ^m;, (c) &i&ret;icig#rasE Ltz t co£ft# l 

(^^J6 0) ^ffl^ D-A^J 
to: (a)^ ho^^V-yKlOg);(b)^/^xT!; ^&t?V = -;K7gh */^f7yySS 
/tfU ^•✓oc^-u^^y =>— /K3g), 4fy ^-^^•U'V-tr h^7"T U/L-x- 7vK2g). # 

y ^->^^u^{bt-v->?ft(ig), -fe^y-^u(5g), 5:^n^(ig). »^-7^ (3 
g) ;( c )#!)xfi/y^y yu(5g), 1, =»— /K4g) > ^@7k(£:*^l00g 

SS{it*-&: (c) £*S85°Cir*gft¥fHS Lfr„ ^ftl^, (b) £#j85°Ci^fl?HS L/c t>tf>3rfg# L 

(Hii£0ij6 i) nm? 

to: (a)f=^/- yHlOg);(b)^r/*^Ty VBfc^y a— M7g), ^yxfTU y®#!J 
^-dr->m^U>-^!J a— vu(3gK #y*Jf->xf uy-lr h^T7!J/Vi-r/i'(2g) > jtfU;*- 
=^ac^u>E!ft;fc-7v't£(lgh -fe^/— ^(5g)> $^n7(lg), i»' < 7 7-fy (3g) ; 

®i»?£:(c)^^85 c CI^?|)ISL/-o ^ntC (b)£*Wt«^ML7it><D£}l#L 
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(11^^6 2) P— >3^J 

(aM hn^y/- /U(5g) ; (b) y >Wt(2g). ir^ /— /U(l. 5g) , Sfe!7t!)y( 

/ut"^>(2gh ?Hyif uyyy =— /K5g);(c)v 5 7 p n^U^^y =»— /K5g), hU^^/ 
5 -/WTS^CO^gh m»{7k(60g);(dMy^n/V-/u(10g), m$g7k(£*/i>100g<>; ftSfi) 
«!3g*tfe: (c) SrJKJ70t:;wig«fPJfe Lfc. (b) fc^tftKiSafiHSE Lfc'fco&JJH* t 

10 (3Bte0H6 3) C3— >a 

(a)y ho=yy- /K5g), h7=7^ h (0. 4g) ; (b) T-TT I) V6£(2g) » ir^/— yU( 
1.5g), fife!7-fey ><4gh ^^^7^(5g). hy(*7'y/»4»-*7'n^lB^y-feyv(2g 

h ^/^w vgey/n^' :?:/(2gK # y xf a-/K5 g ) ; (c) v?t*b t y 3 

-/K5gh h ^T5>(0.7gK #f^7k(60g);(d)-r y^n/V— /KlOg), *f®bk 

15 (^ft^lOOgir^-Sfi) 

gat^fe: (c) &#WCKS»HSE r. Jx(£, (b) £#J70 o C(Cjg$M L t <D£&W L 

20 6 4) a-> 3 >#J 

M*- : (a) y y— (3g) % ^n>yv y — /U (0. 1 g) , S£§£7° u K-/ny(0. 005g) ; (b) 
*7"T U vi£(2gK ir*y— /Kl.5gh 6fe!7ir y ^(4g) , *yt79>-(5g), bV 

/ugf • ^yn^so^yiry >(2g), ^y^w^-agy/n^^g), ^y^^-u-^y => 

— ;K5g) ; (c) v^n fc° y =— /K5g) , h f y — ArT 5 W0. 7g) % *t§?7K(60g) ; (d 

25 )-r y^o'V-^uog). »«b*c(±»^ioogt/«c54) 

MilEtrj*: (c) £*WCfrj£fl?lE§ Lfdo (b) £#J70mi£fl¥18g Lf- fcO&JJH* L 

/iiSfejRflDU ^>-C(a)*aSflPL3to ilg!Wfrat^L^b^40 o C<75?a^lw^M, (d) £ 
A0;Ug# Lfcjo* <b#J25°Ctf>?&gic#£P Lit. ± Cfcn-> 3 v#J£ji^ <eftftSStc«Uik L 
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/Co 

mmm6 5) n-m?v—j*m 

to: (a)* hn^^V-/K2g);(b)^-/^xTU >MfV /KlQgh -t9 J— /K7g>» 
SOBl^"«77-f ^(9g), Sfe»7-fey^(3.5g);(c)iR*(2g), t 0 U>^ U =>-/K6. 5gh 7 
5 ^ yyHatBW h U ^(lg), Hffibk(£Jbo*100gi:ife5Jt) 

M^&:(b)^^85 c Ctc^^L/c 0 rtllw, (c) £**J85°C I L/ct>CD L 

10 to : (a)^-^y— s\s(2g) ;(b)*/XTTV >m?V => — /KlOgh ir * / -/u (7g) , SEW 
^77^y(9g). Sfel7iry >(3.5g);(c)^3R(2g). 7"b tuy^!J =— /K6.5gh 7* U 
yufiftBH- h y *A(igh «f»*(^»30SlOOgi*5ft) 

Sliit^fe: (b) &msfcizfflim& L/Co ZtHw, (c) £&J85<Ciri£A¥IIM Lfc t<OS:«B* L 

15 /£»{C»«lL7^c 

to: (a)^ ha=*V— /V.UOg).; (W¥J.^7H >i£^y =«.— /KlOgh ir * y -/M7g) 
» jjitK)'^^ >(9gh Sfe!7-fey >(2.5g);(c)«3H<2g). * U V =>— /K7g) , 
Tween80(lgh **»Wc(£*0*100g£ 
20 «Jfefrj*:(b)SriKj85 , t:twig«BISL7i, Ztli^ (c) £*WCtr}g^& L/c t W£t*# L 
**SfeWBU &^T*(a)£ML7c 0 jgig£W{^^U/«C^se>)^25 c C<7)SJg(r?&^, j!^ 

(it»«iJ6 8) ^ffl^ y-A^j 

to: (a)^-^V-/KlOg);(b)-t/*irTy ^»^y =— /KlOg), ir*/-/K7gh 
25 »^97^^(9g), S#.I7-fe y >(2.5g);(c)«*(2gh # y ^V^?V =»^K7g) , Twee 

nso ugh m* (±m& ioo g t tt 5 *) 
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mm&i6 9) tvm&mm 

(a)/- hn=^y— /u(3g);(b)efey-ty >(45gh ir^y-/K20g), tfy^v^ 
U t ->ifi (5g) , <77^ (5g) , ->&&mn&n tVU (0. 1 g) ; (c) '< 

5 yit*r v^cS#» ^ fvb (0. lg) , Tween80 (2g) % # V ^ ^ ^ ? V =» —A- (5g) V 
z5*100gift5*) 

K5fi*«fe: (b) £^85<C!ri§8?llig Lfc. rftfc, (c) &msX;i3&mUi L^i fcWSrtW* b 

io .mtis.M7 o) H-m&gm 

m^j : (a) yy—si- (3g) ; (b) 6 !7 ir y ^ (45g) , ir ^ / — ^ (20g) % # V is**- \s 
^8!ftfc-7v1fi(5gh SMb^?* ^(5gh '<7*"*r 1 S&:&g&L-?* f/KO. lg) ; (c)'<9* 
^ : >^S§^y^/K0. lg). Tween80(2gh # !) oc^U^ U a— /K5g) % ^®*(±fi/4 s 10 
0g£&3*) 

15 $£i£2f i£: (b) *m&Z\zMmm Lfc. rixlC, (c)S:««5 , Cir»»W«b^t<OSrl«*L 
^SP>^bPU JJcV^-e(a)*MS»Lfc. ^^tCfft^L^b^25^C^g^lC^*P®, jg^ 

*«Sg^SBRUfco 

(HJ£0iJ7 1) n— > 3 

20 4gh ^^!77^(5g), hy(^^ , y^Sf-*^^®o^yiry>(2g). *y*w>«y 

yl^t'^V(2g);(c)^y^^-U^^y =— /K5g), ^7"n l^uy^ij n-/K5g)> MJ / 
-/UTSV(0.2g), f?IS!bK(60g);(d)Wy^ P n/-?y-/Kl0g), «8bK(^**si00gi*S*) 
aBt#8s: (c) £*WCI^ft?S3g Lfc„ dixf^ (b) SriKj70t:tc««W» b^i t wSrJW* L 

/Co 

(Hli&0iJ7 2) v-a ^ffj 

(a)^-^V-yK3g);(b)^7 i Ty ^$K2gh / — Ml. 5g) , afer7iry>(4g) 
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7$V(0.2g), ^Sfck(60g);(d)-T V^n/^y— yKlOg), »S!*(£*a*100g£fcS*) 
Mii£^:(c)£*WC(^¥f!gLfco Ztbtc, (b)£*WCtC^?13fiL/-zfc<D£ff#L 
5 /«c^P,«R»PU &^-C(a)£^DL^ ii^icft#L^7)^^)40 t C<Oiag(^il]m, (d) * 

7 3 ) n-m * y — ^si 

to: <aM hn^V-/K2gK K0. lg) ; (b)^E-/ ^f7 y ^Sf^y =>— M5g 

10 h #y ^-=¥->^-^-U>'(23)-fe5 : -/^— 7 L /K2g). y V$e(0.5gh ir^y— /K5g). 

S#.!7iry ^(3.5g), SBBl/<97^W5g)/5y^f->«>f yrnf^KBg), 
***7UKrS"K3gh ^^^'^gfeASBK^n tf/KO. 15g) ; (c) Zfu t°U^?V =*-/K7g 
h /<9***>56fA»l»7 t ^<0.1Sg), ^©Tk^ft^lOOgir^Sft) 
$!f^?fe:(b)^75 0 C{C^MLfc 0 :tll:, <c)&ifc75ti::tg*WftLfcfcO&«#L 

(TO0iJ7 4) ^ffl^y-A^J 
«12F: (a)f-//- /K2g), h 7-7 X b (0. lg) ; (b)^r / *t"T y V =>-/K5g) . 

^y^f-^v-^^U>'(23)-tf L /Ui— 7 L /K2g), ^f7!) >HK0.5g). -fe^y— /K5g), 6fe 

20 7-ty ^(3.5g), msh^y^^isg). z y^^>^y^ptvK5 g ), ?^fyi^ 

fvu K9*^K3g) , /<7^->3c,|f87a fcVKO. 15g) ; (c) zfn fc° \sls? V =*-/K7g) > 
/-?7^1-^->^S#^ tvKO. 15g) , ^StK ('£*tfSl00gi 

«jt#ife: (b) £&j75°C(rigft¥iSS Lfio ^ (c) ^^75°C(^ft?PS L7T t>0^r«4* L 
to: (a)/- hn^^/-;Kl.5g);(b)^r7!J ^g£(5g), ir*/-/K5g), Jj<y^>>J- 

^uv^Ty/w^-7 i /K3g);(c)i/y-fey v(6 g ), 1,3-^i^^^y ^(4g), ny^ 
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^y-yur=:>(o.3g), tt«*(£*a«ioog£fc**) 
5 (mte«7 6) -^ffl^y-Ajw 

*K!f : (a)* hn-yy-/U(3.0g);(b)^^T!;^(5g), -fc*/-/K5gK XV 
fl/^f7!);i'X- 7vK3g);(c):/y-fcy V(6gh 1, 3-zT^U>^V =>-/U(4g), 

»«7ka«w (a) fcinffiigaf ^-C***j80°Ci^JD*g. L7i (c) Sr^AO U (b) £ 

mm 7 7) ftm?v-j»m 

to : (a) Ml. 5) ; (b) ^r7D >g£(5g) , ir * y -/K5g) , * y *=*r 

^xTy/^-^(3g);(c)^y-fey v(6 g ), =— /K4g), hy^/— 

15 A-T5^(0.3gh fltSfcK (:££ri 5 100gi: 

»jfi^:»«bi^»-(a)*M*»SHt7^ &^T***J80°ClC&ni&L*: (c) £gs»n U (b)£r 

m&m7 8) f\-m?v-j»m 

20 to : (a)^-^V-/K3.0g);(b)^7 1 Ty >B£(5gK -fe*/-/K5g)\ #y ^v'^t-' 

>^7 i Ty^-xyK3g);(c)^y-ty >(6g), i,3-y^u>^y =-/K4 g ), hy^^y 

-/PT S ^ (0. 3g) . mS^TK (£*Q*100g t 

25 tfJifltflwifrSPU lS4«»:IBRLfc. 
9) fl-ffl^ y-A^J 

(a)> hn^^y— vKl. 0g> ; (b) !l >-®K0.5g), *S XTT])>&rV =*—M 

8gh ^^Ty vl-T/U^-/K5g). Sttb'<97W ^(8g) ; (c)7°a ew^^y =— /K6gh ^ 
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yiry>(4gh #V**is^7\s>7 9yM-7A>imrr-hV9MlB)* »*bK(£*d*i 
OOgifcS*) 

SMft^fe:«HH7Kai*lc(a) SraBWBWS-frfc. ^v^WCtrMSLfcCc) SrM U (b) Sr 

(.mmm so) y 

to": (a);* hn-^V— /K2. 5g) ; (b) y >St(0.5.gK ^/^f7y 

8gh ^t7U /UT/P=>— /U(5g). »<77^y(8g);(c)7'DhfW>'^iJ :1 -;K6g) N ^ 

yiry>(4g), tfi)**i/^is^7?vji'^—T;i>fflfrrb i J9Mig), «§fc*c(£*a«i 

10 OOgirft-S*) 

tiK*iti: (a) zmmmmz-tttz, ^ ^wciawa l/- ( c ) g-g&p u o>) £• 
mmM8 1) y-^aj 

15 to : (a)^-^y — /Kl. Og) ; (b) ^-^T y >&(0.'5gk V V =»— /K8g) 

, ^^TyyUT/U-^— /U(5g), »1lKl^7 7^^(8g);(c)^ P neuv^y ra— /U(6g) , 
y^(4g), #Vttis^i'>5?V/i'^—T;iJmti-bV'?Mlgis *If®bk(£:ftz>5l00g 

mmms 2) *\-m?\)-j»m 

to : (a) ^-^y— /K2. 5g) ; (b) *-rT y ^(0. 5g) . ^/^fT y y n— yK8g) 

, 7f7!);i/7^n- ^(5g), ?5SaiJj^97-i'>'(8g);(c)7 p n bfV^y a — ;K6g), i/y-fe 
25 y ^ (4g) , a? y u >- 9 * y rvHKBW- b y * A (i g ) N ^MtR lOOg 

»Bt*fe:»«bKa*lw(a)S:Jpffl*»$-&fco ,1 "C^1j80 < CI^Pig. L/c (c) £rSsttI L> (b)£ 
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to : (a)* hn^^y— /U(1.0g);(b)^y ^rJ^ ^6£^y /Kl0.4gh -fc*/— /K7 
.3gK SHHK^^-f^Og), &fe!7-fe!i >-(3.5g), tVW^^XO. 05g) ; (c) 7°P t:° 1/ 
5 ^y=i-/K6.5gh 7<?VW/^-<W0.05gh 9^^/^^ h y ^^(lg)^ fifSfck^ft 
^lOOgi&S*) 

io (^j£#ij8 4) ^ffl^ y-^J 

to: (aM hp-^V-/Ml.8g);(b)^y^TU >-B£^y =»— /Kl0.4gh t^y-M? 
.3gh SScft^^vOgh Sfe!7-fey ^(3.5g). 7 B ofcVux<9'0 / (0.05g);(c)^Deu 
v^y =«-/K6.5g), < 7**vu*<9'<>'(Q.05g>, ? <? V ;i>tf5M-r h y ^A(ig), fft£bK(£fl: 
tfSlOOgi&Sft) 

15 8Bfi^:fl^*a»-(a)*aiffl»»$*fc. &V^^80^iwML*:(c)£^JQ U (b) £ 

(HKEW8 5) ^ffl^ y-^j 
to: (a)^~yV— /Kl.0g);(b)^7^7 i Ty >^y =»— /Ml0.4gK -tr * / — vM7. 3g) 
20 , aBtt'<7 7W ^(9gh Sfe^-try W3.5gK tV^<9^<^(0.05g);(c)^at o uVi/ 
y 5gh ^/U^^XO.OSgh J VD/Wimtf-hV VMlg)* (:£&tf s 10 

Ogtft**) 

»aS*jfe:t»»*a*w(a)«r»liB^»$-frfec ^^T'^80°Ci^MLfc(c)^^iDL, (b) * 

mmm 8 6) ^« * y 

to : (a) f-—yy—A'<2. 0g) ; (b) * / y y =— /K10. 4g) , "tr^ / — /K7. 3g) 

, 5S«^-«97^^(9g), Sfe!7-iry ^(3.5gK tf/^^'iy (0.05g) ; (c) 1 
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®Jj : (a)^=:5>V— MLOditot/XTTy-^tkry /Kl0.4g), i? * / — /K7. 3g) 
. dm^yy^ >-(9g), >(3.5g), 7"n tf/U>'-«7'<>'(0.05g);(c)7 p n tfU-i^ 

yn-/K6.5g), y^/u^^vto.OSg), 7^y/t-B(ESW- h y !>A(ig), *t$!bk(^:**no 
10 Ogi&Sfi) 

Siat*-&:*t^7kii*ic (a) £;*JPr£i§ft? £ -£/i„ &l ^-dSfflffClcaffll Lfc.(c) £8s2JP (b) £r 

(»^j8 8) Km* v—j»m 

15 ^ : (a)^ hn^^V-/K2.0g);(b)^y^.^TU /Kl0.4g), -l?*y-/U(7 

.3gh tim^y-i ^(9g), Sfey-feLI >-(3.5g), ^nfcVu-^v^VOXOSghCc):^ fV 

=-/K6.5g), *^/W/<7^(O05g), =7 V V ^mmrt- b \) <7A(lg), *S$t7K(:£* 
i«100gt*5*) 

SS!ii^:mS!i7KiSfi(c:(a)Sr»Pfi^ft?$-&ri 0 ^^T-^85°C(^n^L^(c) fca&flnU (b)£r 
20 ^85 0 C{^p^fi?L/cb^)t^P^, j«#Lft#e>fL<b£-£7io il^l^lS^ Lfc# felSBSt 

(Hjfe0ij8 9) Km* y— 

*Q.#: (a)* hu^V-/Kl.8g);(b)^-/*irTy vSf^y =»— /Hl0.4gK ir*/— /K7 
• 3gh »Stb^<v7-Y >-(9g), Sfe!7ir y >(3.5gh 37>n fcVl^^XO. 05g) ; (c) :/n f V 
25 Vi/y =»-/K6. 5g) , * fy^v^XO. 05g) , 9 V V /USUI**: h y * A (lg) % f£Sbk(£* 
**100gt*5*) 
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o) tvm? v-j*m 

(a)^y'y~-/Kl.5g);(b)*y^^Ty>^^U=-/Kl0.4g), ir * y — >M7. 3g) 
, SEtt'"^^ ^(9g), Sfe!7ir JJ W3.5g), tVu/^^V (0. 05g) ; (c) euy^ 
5 i) 3 -;K6.5g), y^/WN°7^<^(0.05g), 9^ VfrW&ftr V V ?A(lgh *tS^K(^*^iO 

10 (Hifcm 1) y-A^j 

/K7gh aEKi^7 7^^(5g), jfty**S>3i^U'>"fe h^f7y^x- 7vK3g); (c^Uir 

Tween80(lgh ft§Sbk <^*S* 100g<h #5*) 
15 SBfi*jSfe:»8!bka*tc:(a)^aoa»»*-e:fe„ &^TiWC(^OfiLfc(c)£^tJOU (b) «r 

(use* 9 2) 9\-m?<j-j*m 

ftl*: (a)/- ha-^y-/K2.0g);(b)^y^.7 i T!J>^^y ^K7g), ^^TJJ/VT/W 
20 a— /K7gh jjSttb^^WSg), h^f7!i;ux- 7vK3g>;(c)^ 

gh Tween80(lg), ffSi?7K(«^100gt #54) 

mfcicmm* l*: toucan*., mn u^a* fesuks-frfc. mmmmw L*a* ^^25°c 
(Hjg0ij9 3) n-m*v—j*m 

(a)y hn=:^'/-/K5.0g);(b)^/^7 1 Ty =»— vK7gh ^f7U/l'7^ 

n— /K4 g ) v Sfe!7-fey ^(3.5g), 5 U X^&ff V?u f/K3g) , *^>-60(lg) » Tween6 
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0(0.5g);(c)^nei/y>/!J3-;K7g), ? V ± V ^ (2g) , Tween80(0. lg) , ffi»bK(£*tfSl 
00g<b/j:§*) 

SSHt^iSfe: ttSiTKiSilc (a) &ani&igfl¥ #^ ^»0tl^DS Lfc (c) Sr^JD U (b) & 

to: (a)5^— /K3.0g);(b)^-y ^rT!) ^g?;/ y = — /K7g) . 7r7y/W7;U3- 
M4g), efey-feU >(3.5g), 5 II ^5=->®f-r V^/n tVU(3g), ^^eOClgh Tween60(0. 
SgJjW^neu^Ua-MTg), ^y-iry>(2g), Tween80(0. lg) , ttl!i*(£*d*100g 
10 irftS*) 

(11^9 5) H-m*v—j*m 

15 to : (a)^— yV— /Kl.5g);(b)^y^xTy 3— /K7.28g), ^/^f7Dygf 

yA-f*>(3. 12g), ir^y-/K7.3g). fife!7-tr y >(3. 5gK mhy<=7? 4 V(9gh :/n 
^/^<9^>"(0.05g);(c)^Dt: o U^^y a— ;U(6.5g), 7 -7 y t^WSkf- V V -7 A(lg) , y 
?VU/ ^9 (0. 05g) , (±5itf 1 00g t ft 5 fi) 

«i^jfe:»»*ai*C(a)Srj!inJa»»$itfc„ *^T*^80°C(rJn?£L/c(c) ^gsJDL, <b)& 

(Hffi^y 9 6)-^y 

to: (a)^-^v-/u(2.o g );(b)^y ^^ry >-gfi/y =j— /K7.28g), */^f7yy^ 
y/ut^>(3. i2g), -ir^y-/K7.3g). fifey-tr y ^(3. 5 g ) , mh^yyj V(9g), 

25 e^-?7^<>(0.05g);(c)^n fl^V^y a— /K6.5g), 9 p y /HJlEBtt- h y -7 A(lg) , y 
5vw?7^>(0. 05g) , «RH*(^»*Sl00gi: 
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to: (a)y hn^^V-/K2.0g);(b) ; t/^7"T!J ^^yir y V(6g), ^fjy^u 
=t— /K5gh ir^7— /K6g). 5: V tVKlg), ^/N°>-60(1.5g), Tween60( 

5 lg) ;(c)^^#>'>^f : -/Hr/Uc2— h y ^i»(0.2g), =3— /K4g). ffSS 

TKGfeft/^lOOg.kftS*) 

M^ffi: (b) £#J75Jg(:iMS^¥£-t!\ ^75°C(^g?a L/w (c) Lfc# <b» U ^ 

io (*ss^j9 8) ^t-ffl^ y — 

to: (a) y hP-^- sUd.Ogiiib)^/ XTT V ^M? V /K7g) , Xf7!)/l'7/V 
=!— /K4g), fifeyi?y>(3gh 5: y^^^^y^atVKSg), */^>60(lg), Tween60( 
0.5g);(c)yntV^!) =>-/K7g), y*y-fcy^(2gK Tween80(0. lgh mSSiTkC^A^lOO 

g<t#5*) 

(H^J9 9) ^ffl^y-^i 

to : (a)^-^y*— /Kl.0g);(b) ; ty^7 1 Ty V^E^y =3— /K7g), Xf7y^3- 
20 /K4g), 6feI7ir !J >-(3gh vy ^f^SM' y^a kVKSgh ;^^60(lgh Tween60(0.5g 
);(c)y°C3 fwy/i) =>-/K7g), ^y-ty >(2g), Tween80(0. lg), *f®bK(:£*^100g<!: 
#5£) 

25 Lfc 

(HJS0ij ioo) Km ? y - -MA 

to: (a)y hn=.^y-/K2.0g), y 7 a ^ri)->^(0 o 05g) ; (b) -=ey y y ir y 

^(2gK ^r7!i;U7/^-;K5g) 1 6£?-l?y^(3gh ^ V ^Z/M-l V^n fcVK3gh 
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(lg) , Tween60 (0. 5g) ; (c) ■? a f U V {f V = — ^ (7g) % ^ U * U V (2g) , Tween80 (0 
. lgh «f*bK(^*^100«t/j:5») 

5 L7t 0 

(HMF'J ioi) y 

(a)^~^V-/K2.0gh h 7^7* h (0. 2g) ; (b)^V *-rT V ^ V = -^(4g) , 
/K4g), ^Tl>yUTyU=3— 'K3g) % #y t*v'ifl/>~fef/i'7/i'3- /K2g), 
5 y ;*^>'®M' tVK3g), ^"^OUgK Tween60(0. 5g) ; (c)Zfa fl/V^y =— /U( 

io 5 g ), mm^{±&moogt^?>s) 

KSfcfrte: (b) «r*sj75Siranffl«P0¥$-tt, ^75°C{^D?a Lfc (c) SrflW* LtaS* b^tlD U » ■ 
•0(a) SriO*., fll#Lfc„ ii^!^f^L^(b^25 0 CWraS(^inL, BtSftSHgtctBR 
Lfc 0 

(HKstfJ 102) ^ffly y 

15 : (a)^-^V-/K2.0g). F /n 7 x y (0. 5g) ; (b) * / 7 y >^ !) ^ -;K4g) 

, -tr^y— ^K4g) v 7f7!)/V7/ua- ;K3g), tf?y ^-^~>^uvir^yuT/P=>— ;K2g) 
, $ y ^^m^f VZfu tf/K3g), ^^<^60(lg), Tween60(0.5g);(c)^o fU-^^y =— 

Mjt*ffi:(b)«-#?i75f6{caiffijS»$-&, j^75t:ic^aLfc(c)^9H*L/j:dse>SS!HiU 
20 T*(a)£fln;L. jjWLt. ^i^(ctft#L/j:^fe^25 c iCC0?aei^aJL, jSM§/«£2gt|{i&8l 

(Hifcey 103) ^ffli? y -ASIJ 

^ : (a) * h n - A* (2. 5g) , igS^o # V (0. 2g) ; (b) ^ / V V ± V 

^(2g), WD^a- /K5g)\ 6fe!7iry>(3g), 5 y *^ L >'®M' V t^U(3g) , 
25 *^>60(lgK Tween60(0.5g);(c)^n fU^^y 3— /K7g), ^yiryv(2g), Tween80(0 
• lg), «f»Wc<£*/5Sl00gi:fc5*) 

JRjfcfrft: (b) Sr«7S*JcaMiJ«*$«,. &*J75 0 ClcM£L/i(c) ^S^L^'b^n L, 
(a) WLfc„ 3g^ir^U^^^25°CO^|ci^£nb, iSHi&SSslCg^ 
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mmmi 04) n-m*i)-j»m 

t&Jj: (a)^~yy— /K3.0g), ^x^*= i f->7iy(0. 05g) ; (b)^-/ ^r7 V V 
— /K4g), -fe^y— ^(4g). ^f7!J;i'7;i'3- A-(3g)> ^Kl) ^-^-v^oi^-uvir^uT/i'^ 
5 — A-(2g). 5: U ^>m-< VZfa tVK3g), */<>60(lg) . Tween60(0. 5g) ; (c) \fU> 

Lfc. 

io mmm i o 5 ) n-m * v —j±m 

^5 : (a)^-^V— /K2.0g), J£<b*/i'^D n (0. 5g) ; (b) 7 y >^(0. 5g) s ^ / 
V I) =1— /Kl2g) , Xf7 ^7^3- M7g) , 6fe!7-t? U ^(2g) N Sfcf&'<7 

7-0(5g);(c)^y^9 : -UV^y 3— /K5g), K3-^U^^y =»— /K5g), 
/J*100g£:#5*) 

trt c - 

(USEfliJ 10 6) ^-ffl y - j±m 

mif : (a)^^V-;K2.0gh #]4=tfQ.a£i*tt}^ (0. 5g) ; (b) y >®f(0. 5g) . -^7*^ 

20 71) V^y =3— /Ml2gh ^r7!)/i'7^3- /K7g) , &fe!7-tr U ^(2g) , flflfr^:^ 
>-(5g);(c)^y^^u-^^y =-^(5g), K3-7^u^^y =>-vK5g), ft^TK^ft^lOO 
g£&5») 

Mat^ffi: (w ^rni^^m^mm^. m5°cizmu Ltz (c) u^hmu u m * 

25 Lfc„ 

mmmi 07) ^ffl^ y-^j 

(a)/- ha = y/- /K0. 5g) ; (b) *t"T y >$K0. 5gh V ^M?' V =«— /M 

lOg), -fe^y— /K5g), Sfe!7iry ^(3g);(c)^o t°^>i/y =>— /K7g), 7^y/n»sw- 



WO 01/05400 



PCT/JP00/04728 



- 108- 

sab**: (b) =k^}75m^m^mm^. m&cizjjam. <c> *• w L*a« ^» u &v ^ 
5 (HM 10 8) ws* y -J*m 

to: (a)^-^V-/K0.5g);(b)^7 i Ty >g£(0. 5gk D V =»— ^(lOg) 

„ -fe^y— /K5 g ) x afe"7-tryy(3g);(c)7'D^U>^!i3-/K7g), ? W 'itifBtr b V 
^A(lg), »»*(£*asi00gtfc3*) 

9Kfcfr8c: (b) &*&75«{3!J0iei&# $ it, ^75 0 C(CJQS L/C (c) L *b » U * 

(nsfiwi 09) t\-m* y-^j 

to: (a) 7 hn-^y- ;K5g) ;.<b) M ^S£(0.5g), *Z / V V =>— A-(10 

gh irr?y— A-(5g). afe!7iry^(3g);(c)^nt°u^^y =j— yu(7g), 7 <? V fr&BBtl- b 
15 y ^A(lg). m®bK(^*/4 s 100g<t^5ft) 

«JS**:(b)Sr«!?l75flE{C*n«aS»$-ar» &J75tlciDig.L7'-- (c) # L&^MsSD U 

(itttwi 1 o) Km? 

20 to: (a)^-yV— /K5g);(b)^Ty ^S£(0.5gh ^-7 y y => — /KlOg) , 

ir*y-/K5g), Sfe!7iry^(3g);(c)^Dt 0 ^^yy 3-/K7g), 7 •> y b U * 

A(ig), tt»bk(£ftdsioog£fc5*) 

*B£^:(b)&Jfc75flei^»J8#$-i2\ ^75t»iE.L^(c) fc-jfttLtaas <bt&)fl U 

25 Lfco 

(20&0iJ 111) 

to: (a) y- hn-^/- /U(2g) ; (b) P-TT V >H£(2g) „ ^/^f7y >-^y vU 

d2g), ^ty ^.-t-t y >m#v **->^i/>?v =— /K3g), ^y^v'^u-v-fe 
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77 VjVol— tvU(12E. 0. ) (lg), ^D^v'xfl'Vt M77U;H- •7VU- (20E. 0. ) (lg) 
, ir^y-/K2g), «E»^7 7^> (8g) ; (c) 1, 3-^1^ U =*-/K7g) , ■ ^ U 

± v > (5g) , mm* i£A& ioog t & -5 a) 

S!ig#8:: (b) SrjKj75t:{cS«Pllfi Ltz 0 CLttK, (c) ^^^(C^ISSU^tW^ 

(HJStfJl 1 2) ^-fflffj 

(a) > hn—yy— /K2g) , ^h="t'/-;K0.2g) ; (b) */Xf7U^ 
y-ty >(7.5gh ^^77!^ V®Ey/Hf^>-(3g), ^f7U yWT/U3— /K7g), Mtb^<7 
10 7J> (8g) , fife9ir yy(5g). *^^80(lg) ; (c) ^"alf UV^U =i— /K5g), 1,3 
-y^V^^y =i— /K3gh Tween80(lgh 1#§fck(3:S^l00g«t: #5ft) 
TO^ife: (b) *SKI75'CIC««BWKL^ 0 Ztlt^ (c) &«75t:Wg#8«LfctiW$: 

»#L#^<b^J!rau Jsfc^-e (a) fcaanLfc. iS^{cm^L^7)^^25 < c^^(^*p 

15 (^JE0iJl 1 3) fl^SH 

to: (a) > ho=yi/-/K2g) ; (b) ^/ V V ± V >(7. 5g), ^ 

r y ^gfy^bf^^Og), ^Tzy./>-7_/ua-/K7g), sewi^^^^^ (8 g ) , efey-t 

yv(5g), *'^80(lg) ; (c) ^nfU^^y n— /K5g), l,3-^W^y=i— /K3g 
), Tween80(lgh mSbk^ft^lOOg^Sft) 
20 ffl!ifi*jfe: (b) *#5|75 < ClC»«W»Lfc. ZiMZ, (c) £fa75 € CK:i8ttmL*:'t><OS: 

at*L&*«e>aa!niu zfcv^c (a) zmoLtio mm^\^w\^whm2s o c<D^\z.i^m 
mmn 1 4) ^b#j 

to: (a) iP-^v-vK2g), OTfc-Y yat'/-/Ka2g) ; (b) ^/^fryvtf 
25 y-try>(7. 5g), *-rry ^gtv^t'^Ogh 77711^3- /K7g), m&'*y 

7 4^ (8g) . &fe!7iry V(5g), *^V80(lg) ; (c) iTo bTH^y =— M5gh 1,3 

-^f n— /K3g), Tween80(lg), ttSbk(£*0 J 100gifc5*) 

SBft£r&: (b) S:*?j75 < ClC*»mSL^ 0 ^ix(l. (c) SriKj75 , C^iS«PWELfc4>«5«: 
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(^JS^'J 115) 

M*-: (a) f-=.*V— vK2g) ; (b) ^ / I) V± V Xl. 5g) N ^7^x7^ 

5 >Ky/Hf7X3g), ^f7!J^7^3- yU(7g), 3BB)/<7 y << V (8g) , 6fe!7t!Jy(. 
5gh *^>80(lg) ; (c) 7'ntl/y^!J3-./K5g) < 1, 3-/fUy^ y =-/K3g) , Tw 
een80(lgh JSSiTk (^i^lOOgi #5*) 

«BS*jfe: (b) SrJK75t:iCjg«BSfi tfc e CttfC, (c) £^75°C<r?§fl?fag Lfc <><Z)S: 
«#L/«C^P,^!n]U &^T* (a) &S8jnLfc„ mUm^mW Lfrtf* <b^25°CWSJg(C}<££P 

io a, aa/jjwsjcaaRLfc. 

(I»S0«|1 1 6) ^yy-sii 
V&S (1.5g) , */7')y>^^ytDV(4g) < ^y^yxfuy 

y^v/uaL-T/i-mmi-hv^^Og), 7^y^w$yKif^^y (2. 5 g ) 

. t->ftJIKSyx^/-/l,7$ h'(4g), tfya^U^j/y =>— /K5gh 1, Z'ff-l'l'f 
15 y=— /u(3gh ^^(Mh fi**l;Jc<£*rt s 100gi: 

1 1 7 ) y 

(a)* hn-^-;U (2g) ; (b) 5 JJ ^^gM' y^n fc?/U(lg) % '^f^f 
Mlgh =i — >tt(2gh SeK^<7 7^ V(lg), N- [ 7" /Udp/K 1 2, 14) *-*->-2-fc Kn=* 
25 ->^olf^]-L-T/U^=>fijE!ft»at(2g);(c)?L»(0.05g), # y ^U^^]} =-/K6g), 
ttftbk lOOg t &-5S) 

SJS&friSfc: (WfcffiOJ'ClCjbnfflU Lfctf P> ( a ) £( c ) {cgSSD LT;!niia»M? U iKBOTClZ 
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mmmi 1 s) v>*m 

UXfi : (a) ^-^V-/U (2 g ) ;(b)*U tfMlg) , y *^>«:/?vKl 

g), yy3-yjfi(2g), m.W}y< V -7 ^^ilg). N-[T^dr/Kl2,14)^->-2-t Yu**SZT 
u \£M-L-T>V3? - l/m&Wm (2g) ; (c) f li£ (0. 05g) , D \" > ^ y =« — A* (6 g ) , m®5 
5 7k(^*^l00g<t^?>4) 

Mifefrfe: (b)£fcWCCi3JPtg.U ffi^L/«C^t>( a )iSr(c)(C^JPLTMa9llft?U IWCJC 

mmm\ 1 9) ^ 

*a^- : ^ hD=^/-;u og) , 7^y ^^/^y-fey v(75 g ), mmm^t/ y^ 

10 fiKBt^" h y ^(7g)> ^r7!i/U7/w=-/K8g), > V =» — >?ft (lg) . ^yiryv(3gK 

g), m- gm) 

15 (Htfeffll 2 0) 7ft 

fttfr : ^-^V— ^ (2g) , ^^>y >-^=E-y^y-try X75g). mffi&*r s ? v v s^tim 

-r hv ->A(7 g ). ^7^7/u3-/K8g), ->y =»— ^ffl(ig). i/y-tr y >-(3g) N #y 
*« at) 

(n»S0ij 121) im* 

mft : (a)p< ho=^/- (lg) ;(b)7nt'UV^!J3-yK3g), ^jjif uy^JJa- 
/K5gh *^*^Wf/Hr^n-^t h y ?.M0.4g) ; W^Dt^v'if 
25 -fefvWi-TvKlg). ##/<tt(0.5g);(d)#**GS*h -M8g) ; (e) 

lOOgir^Sfi) 

Stai*1£ : (e)ll(b)*;»l;UJP»litt¥Lfc. Cixl-Ca) £JP;tBM¥U Sflai^JfrSPU 

d) iw(c) Sr^^^-frfcbo^p^ati*^— fbbfc e 
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(mmwi 2 2) im* 

to : (a)f=y/- )V (0.5g) ; (b) -fu \f y ^— yU(3g) , # y ^ y =t— /U( 

5gh ^/UxK^v-^^-zHryu-a— x-f h- y ">.M0. 4 g) ; (c) tf?y ^C^L^-u^j-u^/w-fe^ 
y^-^/Udg). ^^^jffi(0. 5g);(d)^(iiS). ^^y-/K8g);(e)mS!i*(^l:^100g 

5 

d) (c (c) ^ftf^m tstt h(D*mk.mw ft Lfi 0 
mt&n 12 3) v^^/^j 

to : ^-^y-zKlgK ^l^yy = — (8g) » ^yP^^v-f^yu^y-7— (0 
10 .5g), ^^/Hryun-x(0.2g) x fc'U^ y =>-/K5gh ^y-try^(2g), tfy^h*^ 

fitSfck lOOg i ft 3 S) 

wix^so'Cfcf^snL. »i*L/ < e^ibycit o u^ ; /y =i— /p^^y-ty y^- 
^^^7K®f{^ h y tM-zmx, pH&m 6. 8ttez>£o {zmm-z> 0 moreiztitm 
mmmi 24) * y-A#j 

to: (a) -tr ^ -yV'-/U(2g) ; (b) 7 X-t^T y ^^f^y ^-/KlOg), ^/x^Ty>ge# 

20 y ^v^^u-^y =1— /K3gk 4<y h^^ry/u^— ^/K2g), -tr^ 

A* (2g) ;(c)*yifu^^ -/u (3g) , # /U^# -> C=./u# y -v— (0. 2g) , »3»bK C^ft 
*5100gt*5*) ; (d) *SMfc-^ h y 9.Mc«ttGH) 

»B£fr8i : (b) Mb 7 5 ti:J0£ U (c) te1tn&C\zM. Ltzi><D&m& Lto&s (b« U & 
25 ^T'(a)^Urf s ?)i3)DLfc„ *-0>SL <d)-CpH£*%.8l£WSLfc„ ^25t:co 

2 5) ^ y-A^pj 

to: (a)/^y N y-/K2g);(b)*y^v 1 Ty>^^y =>— /KlOg), ^/^r7!J^y 
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^vo^u^y =— vK3g), #y ^ip-s/3t^-u>~tr 7 s - tij/ux- 7vK2g), ±?s 
— yK4g) . 5 y n cig) , 5 y *^»;j-?5vw K-rv-/K7g) , s y *?^»>r y^n &u 

(2g);(c)^y^l^>'^y =J— /K3g), ^/U^drvxf^^y-^— (0.2gK 
OOg fc 5 ») ; ( d ) *BHfr*- h y 2 A*igf£ (iiS) 

5 mmum ■. (b) 7 5 °cirjos l , (c) &^75°cic ms l/-- t co&*fti$ u <b t^n t . * ' 

(His^ji 2 e) * y-^j 

(a)-^y h^y-/K2g);(b)^y^r7!J y =>— /Kiog). ^ty^fry^ 
io #y *-**>*^-u>^y =>— ^K3g) % ^y h^fru^- yvK2g>, -t 

fcVu (2g) ; (c) # y 3i^- U' y =« — (3g) , # >vi&* > f-zu^ y ^— (0. 2g) , (£: 
*#100g<t#5ft) ; (d) ^ft-^- h V -7 ^*i£f<£ GS*) 

SSiit^ife : (b)^7 S'CICM&U (c) ^75t:ir*DfiL^ t>(D£lt# Lfca* ^SsJlD U #: 
15 V^(a)&«#Lfca«fcaaraLfc. (d) T*pH££)6. 8im Lfc c ^O^, Jfr25^CCD 

(mmmi 27) ? v-^m 

(t0a=.yy— ;u(2g);(b)*rS X'rTV^myV =<-Ml0gK €y^f7!Jy^y 
j^^n^U^^y =1— A-(3g), ?t?y ^v'^^V^-fe h^^li/L'X- 7VU(2gh ±? / 

20 -/K4 g K sy'n^dg); 5 y^^>»^-^^K7 ? '>yK7g). ;^fv^y^^ 

(2g);(c)^y^ i 5 : -U'>'^y =»— 'K&gh tf^^v'tf— y-v— (0.2gh *f§fcK(^:*/<> s l 

oogt^s*); (d) TKK^Hy *j**.mmms) 

V^<iO&«#Lfcasfc8S»0Lfc. ^©8, (d)-CpHS:»6.8{C8W6Lfc. #J25°C<7> 
25 ja«{C}^lL^» ^tf-^ y— A£jgiii#S35l-&&L/^ 

2 8) * v-j»m 

<&J5: (a)-r^n^^y-/K2g);(b)*/^7 i Ty >-^^y 3— /KlOg), ^y^yySE 

Tj^y ^-dfi/^i^vj/y =1— /K3g), 7^y^-4->^^t-v-t h^^Ty/w^— x/K2g). -t 
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tVU (2g) ; (c) # !J ^ V is V V =» — ^ (3g) N ^4? •> t'-;^ y -e— (0. 2g) , 4f£bk (:£ 
(b)3r^7 5°C(rit])£U (c) ^75ricMSUfc'bW^«i* L. & 

mmmi 2 9) * y-A#j 

ft!*: (a)^-/u-yy— /K2g);(b)^/^v L Ty Vgf^y =»— ^(10g), ^/7f7y>^ 

10 y— /K4 g ), ^yp*(igh y^fy^f^hry/M7 g ), s: y ^vsm" y^n t° 

/u(2g);(c);tf y^-U-^y =>— /K3gh 3->t~/i^tf V ^— (0. 2g) , 

dJioog 1 4 5*) ; ( d > imit-r v v v j**.ffi&<mm 

«iS*1£: (b)*jK7 S'CJCjDtl.U (c) B^75tjdDfi L/: W L/ii 5 <b» & 
V^<a)&li#LfcriS&SstoLfco -tOgL (d) T?pH*#*J6. 8tCl)3g Ufco '*52Stro 

(HJS01J 130) Km? y - asi 

ft]*: (aM hn^^y— /K5g);(b)^7^7 L Ty >g!^y yKlOg), ir*/ — /K7gh 
«»1^77^y(9g), Sfe!7ir y >(2.5g);(c)^(2g), *y i^-l^^^y /K7g), Tw 
een80(lgh *S$S7K(^S^100gt &5fi) 
20 M^-&:(b)^85°C(^?|iaSLflo iftK, (c) £i^85ttC^fi¥f^L^fcO£fc:#L 
*3o's?>»ttlU i^-e(a)£»L7i 0 iiiKWlc«»L>i3i5?>jiSj25 , C<DfflflE(r?&ai«, 9% 

(^Jg0iJ 13 1) ^ffl^ y - A^J 
ft*: (a)^--^'y'-^(5g);(b)-e/^.7 i Ty ^^y =<— /KlOgK ir^/ — /K7g) , M 
25 '^^-O-Ogh efe^-ty W2.5g);(c)fiU*(2g), 4? JJ n^PU^y =i — /M7gh Tween8 
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5 g+U^o 

io *t*b«-d : r i- tr—te&m&izmB ltv^¥»6 osaw&tfc 

iaragL 2Hia®, 3iima, 4isr^iw^=>TfLUf«tfof- 0 4 am 
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»2] 
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1 ftL 


IE*? 


E 


3 


3 


1 


1 
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1 fct 





10 

#H*6«3 — 7 BTfAJ»jfeett03i!fc*iSJB.6*^ 3 ~4fflffi&lc(i^±(rjE^j£Jg<h^:b<b 

t>*Ta^ ^(o^-mnw^hMii oteBHtmtet'nv^v^ KW»*t>'bJx*a»-3fc. 
15 (smmz) TMf-M^M 

JlttrtftWLfc. «*MiU, £JlTO.«#twigffl Lfco 
20 *f#i.m#H : T h If— teJSTifct-M LT^5¥ffif«oa<£>£:t<fe 

«4^?ieaiL^ffl^y-A*, jn«4jiiBiic^oMu *©^ie<o«MftSr«i*uyt. 
25 ffe«8b*ji, ±Ewm«itn»jw, i^mm^^m, mmmn&m&mtk. w&cd 
mmftiismtkiR*. 3 am, iam^. 2iSRsm, 3iiram> 4«iRrair*=T<fci,ffKELfc. 
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20 *Hfeft#K : T h tf-ttAJ»|felC«m LTV **4?tt 1 (J§J£) 
*t*«#0 : 7h^HtgE*^l:iiLT^5«2 7st<Dgt£ 
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mmm. 3-7B T^iSifcMtto&wor&j-u 3-4 «w«tett3^KjEiirftj*£3&be> 

25 *Hfe**Q : T h tr-H±AJ»^^«A LTV 6 (TO) 
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MMi 4 -ORBS L7ifl>ffl * V— i*£> ^^Mlc^/cOM^U -?r^iE^flg^m^L 

aB*«ffe««a*. 3Bm, liiiw^, 2am«, 3iisi«, mmm^^Titum^-tZo 

[*5] 
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2 Jim 


3®i 4iS% fc^fFtifi 
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i i ftb 
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